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(57)Abstract: 

PROBLEM TO BE SOLVED: To obtain a new pyridine 
derivative having excellent endothelin-1 antagonistic 
activity, and useful as a therapeutic agent for 
hypertension, Raynaud disease, myocardial infarction, 
stenocardia, cerebral infarction, diabetes, endotoxin 
shock, acute renal insufficiency, etc. 
SOLUTION: This new pyridine derivative (or medicinally 
permissible salt thereof) is shown by formula I (R1 to R5 
are each H, a halogen, OH, amino, nitro, a lower alkyl, 
lower alkoxy, lower alkenyl, etc.; R6 is an acidic 
functional group; R7 to R1 1 are each H, a halogen, OH, 
amino, nitro, a lower alkyl, lower alkoxy, etc.; R12 is H, a 
halogen, OH, amino, nitro, a lower alkyl, etc.; X is O, S, 
etc.; Y is O, S, etc.; Z is H, OH, carboxyl, etc.; (m) is 0 or 
1; (n) is an integer of 0-3) (e.g. a compound of formula 
II). The compound of formula I is synthesized as the 
starting process of reaction between the corresponding 
unsaturated ketone and cyanoacetamide. 
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i/y^^>7x^i -3 y- l-^y^y- 

3^l/^f;l/xy2 0mltS)SU aizkSitB^^* 
i/^A4gSrJnxLl 10t"e-»t5 o 

^-y-y i : 3^afc»Laai^*t»fc. 

JR* : 1 . 0 0 g , : 4 3 . 1 % 

MS(ESI,m/z) 233 (MH+) 

H-NMR(CDC13) : 0. 90 (3H, t), 1.38 (2H, sex), 1.66 
(2H, quint). 2.62 (2H, t) , 6.01 (2H, s) , 6.58 (1H, 
d), 6.83 (1H, d), 7.05 (2H, roh 7.48 (1H, d) 
[0 0 4 1] 2) 6-^;V-3-^7y-4- (3, 

4 -*^vis*sit*t*/7=.~M -2-b°y K>o^ 

TyU=f >#H^T, Sfi-e$/T y Tir 360m 20 

g (4. 3mmo 1 ) , t -^h*^* >j')A480m 
g (4. 3 mm o 1 ) (DDMSO 10ml jgggM 1 - 

(3, 4 -y f i/y^y7x^) - 1 -^rfj- 

>-3-^T>l. Og (4. 3mmol) SrJPx.20^ 

rwwm-So t-7>^^Ai. 4 5 g (12. 
9mmo i) &i)njti#ffl&m*'*7v ^r-rzo mm 

5o 30 

: 8 5 0 m g , W : 6 6 . 7 % 
MS(FAB,m/z) 297 (MH+) 

H-NMR(CDC13) : 0. 98 (3H, t), 1.45 (2H, sex) , 1.73 
(2H, quint), 2.70 (2H, t) , 6.06 (2H, s), 6.26 (1H, 
s), 6.92 (1H, d), 7.10 (1H, d) , 7.18 (1H, dd) 
[0 0 4 2] 3) 6-7^-3-yj;-4- (3, 

4 -y fi/y^t*^7i^;i/) -2- (4-y 

6-^-3-^77-4- (3, 4 -y^U^v? 
t+y7i^;W) -2-t°!J K>^8 5 Omg (2. 9m 40 
mol) 7f*ismkV >6m 1I^)|L9 Ot^-lftfll 

DMFlOml H»»LWK:4-^ h *is7^S-/l<3 
6 0mg (2. 9mmol) , *$ftt h 5 4 0 

mg (eoyot^^f^^H^ 3. 5mmo 

1) i 9 M U:7 x y ^y M t y^)DMF 5 m 1 ^ 
»^Jn*.T^=f^#fflftTi. 5B#r^^1"5 0 SET 
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h^7!7-f- 1 : 3) |£#L 

iRft : 7 6 0 m g , : 6 5 . 1 % 

MS(ESI,m/z) 403 (MH+) 

H-NMR(CDC13) : 0. 85 (3H, t), 1.30 (2H, sex), 1.58 
(2H, quint), 2.63 (2H, t) , 3.85 (3H, s) , 6.06 (2H, 
sh 6.78 (1H, s), 6.90 (4H, m) , 7.15 (3H, m) 
[0 0 4 3] 4) 6-^/U-4- (3, 4-y^U>- 
z/*-*zs7 ji^U) -2- (4-y h^rv^^y 3rv") 
t B !J^y-3-7/UTt: Ktf^J^ 
6-7'f/U-3-y7/-4- (3, 
^y7x^/U) -2- (4-y h*zs7 t°U 
^7 6 0mg (1 0 9mmo 1) ^yi?y2 0ml 

M^^-y-yfe}{k5 . Oml (5. Ommo 

i) £*STt-6 0 ^fir*2. 5B#ram^Ly^y-/ut 

5vU:^*-y-> 1:3) fctt L««fr&4fc«:»fc. r 

IRS : 5 2 0 m g 
MS(FAB,m/z) 406 (MH+) 
[0 04 4] 5) 6-^/U-4- (3, 4-y^*W> 
-yt^y7x^U) -2- (4-n^>7x^y) 

t°y s?^-3-*/u#^ii©-frric 

6 -y^/U- 4 - (3, 4-y^^V^^-^riy^^^ 
/u) -2- (4-^ h*y7iy*y) h°yv/>-3~ 
K5 2 0mg^f^fuy8m 1 , 7k 4 m 1 
KS#U 0 < CT'2~y^yU-2-yx>0. 2m 

( 1 . 9 mm o 1 ) ,75 KttR 760mg (7. 8m 
mol), ffiJfi^^M; t )A5 2 0mg (4. 5 mm 
o 1) SrAPx.Sfi(-MLT3 0^ffl«#1-^ o ftlfcc?- 

lR* : 1 8 O m g , fltf* : 3 2 . 9 % 
MS(FAB,m/z) 422 (MH+) 

H-NMR (CDC13) : 0. 83 (3H, t), 1.25 (2H, sex), 1.55 
(2H, quint), 2.58 (2H, t) , 3.79 (3H, s) , 5.90 (2H, 
s), 6.65-7.05 (8H, m) 
[0 0 4 5] Hffi0>j3 6 -7^J\«-4- (4-y 
y7xnyl/) -2- (4 -y fc° 

y ^ >- - 3 - # /u# ^» <7)^ 

1) 6-7^-3-y77-4- (4-y ^ 

~M - 2-t n o t°y 

6-7^-3-y7/-4- (4-^^rv7i^ 
yU) -2-h°y Kyi. 0 g (3. 5mmo 1 ) 
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"ymtv om i icmm n o ot"e-ft«#t5. 

feS : 1 . 0 0 g 
MS(FAB,m/z) 301 (MH+) 

H-NMR(CDC13) : 0. 95 (3H, th 1.45 (2H, sex), 1.75 
(2H, quint), 2.85 (2H, t) , 3.88 (3H, s), 7.05 (2H, 
d), 7.20 (1H, sh 7.58 (2H, d) 10 
[0 0 4 6] 2) 6 - y^jV- 3 - v-T / - 4 - (4 - 
y h^i/^oi^^) -2- (4-^ h^^^^t* 

V) t°y^oM 

W-/H3 0mg (0. 9 4mmo 1) , Tklftt 
Hi^70mg (6 Q%it4jVT 4 >\ 
1. 8mmol) i^^Lyt^^y^v-K-f^^OD 
MF5mlM[-6-7^-3-^77-4- (4- 
^ h^r^7x^) -2-^PPt°5v ; y5 0 0mgJ' 
DMFlOml {-^?LTS0^Ty^^V#iamT2B#F^ 

(Bixf/I/:^tV 1 : 3) tttLSIft^ 

Ifc* : 4 2 Omg, : 6 3 - v-7 J - 4 

- (4-^ h*^7s=/l/) -2-0 K^i»9 6 1. 
8% 

MS(FAB,m/z) 389 (MH+) 

H-NMR(CDC13) : 0. 85 (3H, th 1.30 (2H, sex), 1.59 30 
(2H, quint) , 2.65 (2H, th 3.84 (3H, s) , 3.88 (3 
H, sh 6.92 (2H, d), 6.92 (1H, sh 7.04 (2H, d), 7. 
14 (2H, d), 7.61 (2H, d) 
[0 0 4 7] 3) 6-^^-4- h*i/7^ 
~M -2- (4-^ ^i/7x^t>') fy^y 

6-7'f^-3-i/7;-4- (4-^ F^v-^- 
AO -2- (4-^ 5/7 31=^**^) h°!;i/^2 
OOmg (0. Slmmol) ^^if 5 m 1 fcljSMP 
LT^=^^#HftT*flT**ft^>f y^7/i/^ 40 
^lM^t^gl. 5ml (1. 5 mm o 1 ) £r 

!i*^>*7A^P^F^77^- (Hflfc^^Vl' : 
1:3) fcttL*»fc^**r»fc 0 

IRA : 1 9 Omg 

MS(FAB,m/z) 392 (MH+) 50 
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[0 0 4 8] 4) 6-^/U-4- (4-n^>7x 
^/U) -2- (4^Ry7x^y) t°y^V 
-3-#/P*>^CD^/£ 

6-7^-4- (4-^ F^^^^-yW) -2- (4 
F^^7o:^^y) t°y 5/^-3 -7^rt K 
1 9 0mg^fift^l/y2m 1 , *lml KlSflfU 
0°CT2-^^-2-7ryO. 3m (2. 8mmo 
1 ) , T 5 KfiSK 7 0 m g ( O . 7 2 mm o 1 ) , WM, 
litf!) f ?^2 0 0mg (1. 8mmol) SrJPx.^ 
ili:SLT3 0^1*#t5 o SS^^T'tttfJU 

^ n-^ F^77^ p xJi£)VK : 7 ^ 7 — )V 9 : 

1) tWLSIfk^^fc 

iRi: 8 5mg, JR^i : 6-7^-3-^77-4- 
(4-^h+v'7x^U) -2- (4-^f^7x^ 
)Vir*^y) fc°y i/Vi <9 4 0. 9% 
MS(ESI,m/z) 408 (MH+) 

H-NMR(CDC13) : 0. 82 (3H, th 1.25 (2H, sex), 1.50 
(2H, quint), 2.52 (2H, t) , 3.60 (3H, s) , 3.75 (3H, 
d) , 6. 70 (4H, m) , 6. 90 (2H, m) , 7 . 3 5 (3 
H, m) 

[0 0 4 9] HM0ij4 4- (4-^ h * 5/7 ^/U) 
-2- (3, 4-^fl/y> ? t*v'7i; 3rv0 -6- 
^V^/Ut°y v>V-3-^/UtK>^(7)^ 
1) 1- (4-^^7x^) -3-^7^^^ 

T H F 4 0 m 1 , y ^ £ix tf * F ]} J ^/Uv' ]} ;UT ^ K 
lM-THFgl24ml (24. Omraol) |:-7 
8 < Ct*THF2 0m 1 f^fi? Lfc'V/* V- 2 
2. 8ml (2 0. lmmo 1) Sr3 0^tlTL 
fco »T»T10Mp-7 = ^7/VftK2. 45m 
1 (2 0. lmmol) SrJPx.- 7 1 . 5 NfRS 

#Lfc Q 2ajaft»l 5ml-eSJ£«TJtft, 

*SLfc„ ?ig*yy*^pvh^77^ (^f- 

ViHflfcn^vl/ 4:1) T»»L*Hft-&ftSr#fco 
IR* : 2 . 99g (11. 9 mm o 1 ) , JR^ : 5 9 . 
4% 

H-NMR (CDC 1 3 ) : 0. 86-0. 91 (3H, t) , 1.21-1. 
35(4H,m), 1.53-1. 64 (2H, m) , 2. 39-2. 46 (2H, t) , 2.72- 
2. 90(2H,mh 3. 23-3. 25 (2H, d) , 3.80(3H,s), 5.07-5.14 
(lH,m), 6.86-6. 90 (2H,d), 7. 26-7. 30 (2H, d) 

[0050] 2) l- (4-^ v^-yy^-M ~ 1 - 

h^xysOml^, 1- (4-^ h^y7x^U) - 
3-^^y^^^y-7l^2. 06g (8. 23mmo 
1) ti*«-7^y^4. 0 7g (3 3. 8mm 

o i) £3mmm$tLtz 0 ata, s^^a-t^l?* 
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>r- i^*-9- % s:m#t^ i ?fi> 4:1) -cmm^mmit 

JR* : 1 . 69g (7. 27mmol) > JR^ : 8 8 . 
3% 

MS(ESI,m/z) 233 (MH+) 

H-NMR (CDC13) : 0. 88-0. 93 (3H, th 1. 28-1. 40 (2H, id) , 1. 
63-1. 74(2H,mh 2. 60-2. 66(2H, th 3.84(3H, s), 6.60- 
6. 66 (1H, d) , 6. 89-6. 93 (2H, d) N 7. 47-7. 55 (3H, m) 
[0 0 5 1] 3) 3—>7V-4- (4-^ f^rV7x 

-e— 0^-2 -try KvoM io 

DMSOlOml^ v/7/7th7;K5 0 6mg 
(6. O2mmol) Ct-^h^A!) !)A6 6 9m 
g (5. 96mmol) ol^DMS0 5m 1 tggL 
tcl- (4-^ h^Wx^/U) - 1 -yj-^xV- 3 - 
1 . 4 0 g ( 6 . 0 1 mm o 1 ) irtXl x.MM.'C 2 0 
#lffl«#Lfc„ t-7>^^^A2. 13g (1 
9. Ommo 1) SriPx.fcft, H*^«T 1 ^IB^P 

> ^ L * K:^a#ffiK##H»T-e 1 Lfc„ 

«ffiR«L«B^4fcfr1»fco 20 
HZ* : 1. 4 2 g (4. 7 9 mm o 1 ) , JR^ : 7 9. 
7% 

MS(ESI,m/z) 297 (MH+) 

H-NMR (CDC13) : 0.89-0. 94 (3H,t). 1. 37-1. 42 (4H, m) , 1. 
71-1. 83 (2H, rah 2. 68-2. 73 (2H, t) , 3.88(3H, s) x 6.26(1 
H, s) N 7. 00-7. 03 (2H, d) , 7. 60-7. 63 (2H, d) 
[0 0 5 2] 4) 2-^PP-3-i/7/-4- (4- 

3-y7/-4~ (4-^ h^rS^m-AO -6 °> 

f^-2-ey K^l. 2 7 g (4. 2 9mmo 1 ) {d 30 
^^S{b!i>15ml, N, N-v^^vl'T^y > 
0. 5 5ml (4. 3 4mmol) SrJPx 1 0 0tt4 

/*U1U ^«»«r«*«»^MJl>^t?«;*, SET 

IR4 : 1. 2 7 g (4. 0 3mmo 1 ) x IR#< : 9 3. 
9% 

MS(ESI,m/z) 315 (MH+) 

H-NMR (CDC13) : 0.87-0. 94 (3H,t) v 1. 32-1. 41 (4H, m) , 1. 
70-1.83(2H,m), 2. 80-2. 86 (2H, t) , 3. 88 (3H, sh 7.02- 40 
7.06(2H,dh 7. 18(lH,s). 7. 55-7. 58 (2H, d) 

[0 0 5 3] 5) 3-S/7V-4- {4-* Y*i/y 
^/U) -2- (3, 4-^^^^/7xy^» 

- 6 — ^v^yv t o y i/i/<D&j& 

DMF15ml^ tt^^3 2 2mg (2. 3 3m 
mol) |I6 0%*$fttMi!?Al 2 0mg (3. 0 
mmol) SrJp*.M-ei 5»BHf»Lfc 0 2-^nn 
-3-XT7-4- (4 h*^7x^;b) -6-^ 
yf/Ufc^^yyOSmg (2. 24mmol) ^DM 
FlmltSDlURTU 4 Lfc„ M 50 
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ffiT"CDMFSre*^lffi^J£ifeS:JPx., H-jfcm^vu-c 

ttWL*a«i«:«i*«MH- b y ^j±tm«§ 

4:1) t'flSL«Ifk^«#fc 0 
IR* : 0 . 6 2 g ( 1 . 4 9 mm o 1 ) , JR^ : 6 6 . 
5% 

MS(FAB,m/z) 417 (MH+) 

H-NMR (CDC13) : 0.83-0. 89 (3H,t), 1. 22-1. 34 (4H, m) , 1. 

56-1.68(2H,mh 2. 62-2. 68 (2H, th 3.88(3H, sh 6.01(2 

H,sh 6.62-6.82(3H,mh 6.93(lH,sh 7. 02-7. 05 (2H, 

dh 7. 59-7. 62 (2H, d) 
[0 0 5 4] 6) 4- (4-> Y*i/y zc—jV) -2- 
(3, A-t^Xsl/i/Hr^sy =.S ^ry) -6-^^ 

/ut°y >?^~3-r^t k<7>^/& 

3-V-T7-4- (4-^K'>7x^) -2- 
(3, 4-^fl/yv/^i/73:7 ^rvO - 6 -'O^ 
/Hr°!iyy2 10mg (0. 5 Ommo 1) Sr^<>^ V 

5mi c«#L^ar***{b^>f y^/i/T/u$^»>A 

lM-^**y*JKl. 5ml (1. 5 mmol) £JP;i 
^aT*3B#RHK^Lfc 0 t^J—frO. 2ml, 7k 1 m 
l«rlP^2 0»IBJl#Lfco etiS£*ifiL««£«ffT 
**Lfc„ a$^y*Wnvf^77^ (^* 

4:D x-nm^mmik&mzn 

IRS :176mg (0. 42 mm o 1 ) , lR#* : 83. 
2% 

H-NMR (CDC13) : 0.82-0. 90 (3H,th 1. 22-1. 33 (4H, mh 1. 
56-1.67(2H,m) > 2. 56-2. 67 (2H, m) , 3.87(3H, sh 6.00(2 
H, sh 6. 63-6.84(4H,mh 6. 97-7. 00 (2H, d) x 7.30-7.33 
(2H,dh 10.24(1H, s,CH0) 

[0 0 5 5] 7) 4- (4-^ Y*isy^~M -2- 
(3, 4-*7U>z/ttz/y = S -6 °>-^ 

(6ftyfuy2m 1 N 7Klml^4- (4-^ Y5ri/y 
-2- (3, 4-^fl/y^^7x7^ 

>0 -6-^^;^^!) ^y-3-7;vrt Kl 6 9 m 
g (O. 4 3mmol) C*»T2-^f/U-2-7r 
VO. 3ml (2. 8 3mmo 1 ) . T 5 KttRl O 0 
mg (1. 0 3mmo 1 ) , M4fi^K^ MJ^205 
mg (2. 2 7mmol) &Jn££fiT 2 0 #M«#L 

hV$A-CltM* «JEET»«Lfco »aESrv-y*y^ 
o-7F^77^f- o P/JvW\ : ^ 9 J—fls 9 : 

i) -e»«L«Hft-&**»fc 0 

IRS : 7 6mg (0. 1 7mmo 1 ) , : 4 3. 1 

% 

MS(ESI,m/z) 436 (MH+) 

H-NMR (CDC13h 0. 80-0. 86(3H, th 1. 23-1. 32(4H, mh 1. 
45-1.60(2H,mh 2. 49-2. 55 (2H, t) , 3. 55(3H,sh 5.85(2 
H, s) s 6. 36-6. 71(6H,mh 7. 27-7. 34 (2H, m) 



(12) 

21 

[0 0 5 6] HS£#ij5 4- (4-^ Y*i/y 
-2- (3, l^ym^7x^/l/) -6 : 

1) 3-V-T/-4- (4-^ h^^^^^W) -2- 
(3, l/y^^7x^;M — 6— ^^Vl' 

2- ^pp-3-v'T;-4- (4-^h^rv'7x^ 
/U) -6-^y^k°!)v/y5 4 7mg (1. 7 4mm 
o 1) l:DME 5 m 1 , f (h5 7s=;l/*^ 
7^) ^7^A6 2mg (0. 0 5mmo 1 ) ^JP 10 
iiiat*3 0^S#Lfc o DME3ml|:gl^tt 

3, 4-^l/y^^7i^*!)S3 1 4mg 
(1. 8 9mmolK 2M-K»t h y 
2. 5 m 1 SrJjPx.7. 5R#WISj6L;fc:„ ^—tvV^JP 

1) Tf»»L*jHffc-&ft 

iftfl :659mg (1. 65 mm o 1 ) , : 9 4 . 20 

6% 

MS(FAB,m/z) 401 (MH+) 

H-NMR (CDC13) : 0. 89-0. 95 (3H, t) , 1. 35-1. 43 (4H, m) N 1. 
75-1.86(2H,rn), 2. 86-2. 94 (2H, m) , 3.88(3H,sh 6.04(2 
H,s), 6.92-6.95(lH,dh 7. 03-7. 06 (2H, d) , 7. 17 (1H, 
sK 7.37-7.48(2H,m). 7. 57-7. 60 (2H, 
d) 

[0 0 5 7] 2) 4- (4-^ h^rv'yx^) -2- 
(3, A-*^UZ/i/jf*-s7 - 6 

t°y 3 -7;vft Ktf>£^Sc 30 

3- y7;-4- (4-^ h^>7x^) -2- 
(3, 4-^^U^^^^v/^oi^/U) -6— 

t° y y> 2 8 9 m g (0. 7 2mmol) fc'OifW 
m 1 KS#LSfiT?**fb^>f y^7;v^^ 1 
M^*tyjSJB[2. 2ml (2. 2mmol) £JP;LS 
»"e3RFR»#Lfco tPS—frO. 3mK*l. 5 
ml «:JP*. 2 0 ^WHW* Ufco «fciBSr»iaL«tttSr«BE 

4 : 1) -e«f«L«Hft^*«r» 

fc« 40 

Urn. :148mg (0. 37 mm o 1 ) , JR* : 5 0 . 
9% 

MS (ESI, m/z) 4 04 (MH + ) 

H-NMR (CDC13) : 0.88-0. 96 (3H, th 1. 32-1. 44(4H, mh 1- 
74-1.87(2H,m), 2. 86-2. 91 (2H, m) , 3. 87(3H,sh 6.03(2 
H, s), 6.87-7.00(4H,mK 7. 09-7. 14(2H, m) , 7.29-7.36 
(2H,mh 9.95(lH,s) 

[0 0 5 8] 3) 4- (4-^ h*i/y^~M ~2~ 
(3, 4-/^U>i^^-^^y^^/U) — 6—<<ls7;l> 

try i/>-3-$s\s#>M<D&f$ t 50 
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!Sf^fl/y2ml, *lml1 , 4- (4-^ 
^/U) -2» (3, 4-^^l/V^^v-^^^/U) 
-6-^>^yut°y ^y-3-7/Uffc Kl 4 4mg 

(0. 3 6mmol) 2 - P< 2 -^"T > 

0 . 3ml ( 2 . 83 mm o 1 ) N 75 KBSK 100m 
g ( 1 . 0 3 mm o 1 ) , Wi&mM't Mi^20 6m 
g (2. 2 8mmol) £AP;t^fiT* 3 0 fttafcW b 

hy*A-e|Hft, «flET**8Lfc 0 »s«rv/y*y^ 

n^h^^^^— (^nn /j^UA : ^ ^ y —A- 5 0 : 

1) -eMlLfflft^tftfc. 

fern : 108mg (0. 26mmol) , Ifc^ : 7 2. 
1% 

MS (ESI, m/z) 420 (MH+) 

H-NMR (CDC13) : 0.88-0. 94 (3H,t) N 1. 32-1. 43(4H,mK 1. 
72-1.85(2H,mh 2. 82-2. 88 (2H, t) N 3. 85(3H, sh 5.99(2 
H, sh 6. 80-6. 83(lH,dh 6. 93-6. 96 (2H, d) , 7. 08 (1H, 
s) , 7. 09-7. 17 (2H, m) % 7. 36-7. 39 (2H, d) 
[0 0 5 9] *JS0tj6 4- (4-^ Y*isy zr.~jV) 

-2- (3, 4-^fi/ym->7x;^» -6- 

t/nfcVulfy ^-3-#/l^>K^J& 

i) l- (4-n^y7x^) -3-**y^*u- 

THF 30ml, y ^ y 7 A tf* h ]} * =f)Vi/ y /UT 5 K 
lM-THFgil 8m 1 \C- 7 8t;T'THF 15ml 
t^«PLfc^>^^- 2~*>1. 6 0ml (15. 1 
mmol) «rl 5#m-T*TLfc 0 IT»710Mp 
-7^7/I<ftKl. 80ml (14. 8mmo 1 ) 
*rJPi-7 8lC-ei. 5«FM9M*Lfco 2fi£fi8i 5 

1) tf««L*Mft-g*Sr#fc. 

4KS:2. 40 g (10. 8mmo 1) M: 73. 0 

% 

H-NMR (CDC13) : 0. 89-0. 94 (3H, t) , 1. 58-1. 68 (2H, m) , 2. 
38-2. 43 (2H, t) s 2. 71-2. 85 (2H, m) , 3. 23-3. 24 (1H, d) , 
3. 80 (3H, sh 5.08-5. 15 (IH.m). 6. 86-6. 89 (2H, d) x 7.26 
-7. 29 (2H, d) 

[00 6 0] 2) 1- (4-n^^7x-;U) - 1 - 
^3MrV- 3 -*><D&f& 

Wl/x>7 0ml^ 1- (4-n^->7x^V) - 
3 -ifr^y^lfy— /U2. 40 g (10. 8mmo 
1) tMTkSft^^^^A 3. 98 g (3 3. 1mm 
o 1) fc2B*|RM«Lfc. ttig, BH3i^-eft*Lit 

iRm : 2 . 1 9 g (10. 7 mm o 1 ) , 1{5^ : 9 9 . 
1% 

MS (ESI, m/z) 205 (MH+) 
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H-NMR(CDC13) : 0.95-1. 01 (3H, t) x 1. 64-1. 78(2H, mh 2. 
59-2. 65 (2H, t), 3.84(3H, s) . 6. 60-6. 66(1 H, d) . 6.90- 
6.93(2H,dh 7.49-7.54(3H,m) 
[0061] 3) 3-v^T/-4- (4-y h^v"^ 

DMSO20mlif\ >>T 7 Tir h T ? K 9 0 5 m g 
(10. 8mmol) (C t -rf Y *i/t> V $ J* 1 . 20 
1 g (10. 7 mm o 1 ) OV^DMSO 5 m 1 t^fi? 
Ltd- (4 -y F^y7x^yi/) - 1 ^ir>-- 3 
-^^2. 18g (10. 7mmol) &1)Wz_^UX*2 10 

ofrmmwLtz 0 t-^F^y^3. 7i g o 

3. lmmo 1) Zmz-tzm, mMtf 2 ftTR^ y 

>{?L$b ^m&nimm^m^-rx* 1 mmmw 

1R» : 1 . 80g(6. 71mmol) > Um : 62. 
7% 

MS(ESI,m/z) 269 (MH+) 

H-NMR(CDC13) : 1. 01-1. 07(3H, t) , 1. 77-1. 85 (2H, m) % 2. 
67-2. 73 (2H, th 3.88(3H,s), 6.26(lH,s), 7.00-7.03(2 20 
H,dh 7. 60-7.63(2H,d) 
[0 0 6 2] 4) 2-^nn-3-i/T/-4- (4- 

y h*fy*~M tvutry 

3-^77-4- (4-y y*i/y?L^;V) 
t:Vl^- 2 - y K> 1 . 78g (6. 63 mm o 1 ) l£ 
«yfift!)>3 0mU N, N-^^7^!J> 
0. 90ml (7. lOmmol) ^10 0^2 

l*8*tM)!>A-eej|, «l±Tiifi§Lfc 0 »fi 30 

J&ft : 1 . 5 9 g ( 5 . 5 5 mm ol) , IR* : 8 3 . 

8% 

MS(ESI,m/z) 287 (MH+) 

H-NMR(CDC13) : 0. 97-1. 03(3H, t) , 1. 73-1. 87 (2H, m) , 2. 
79-2. 84 (2H, t) , 3.88(3H, sK 7. 02-7. 05 (2H, d) , 7.55- 
7. 58 (2H, d) 

[0 0 6 3] 5) 3-V-7/-4- (4-y V**sy * 
n/P) -2- (3, 4-^uy^'>7x/arv/) 
-6-yn £>t: c y i/yo^| 40 
DMF 1 5m 1 tt^-;U4 4 0mg (3. 18m 
mo 1 ) C6 0%**^ Hi^l60mg (4. 0 
mmol) &J«;t^fi-?l 5#ra»#Lfc„ 2-^nn 
~3-y7/-4- (4-y h^v^^A-) - 6 
PtVut°y^y8 7 5mg (3. 0 5 mm o 1 ) SrDM 
F3mlK*jULt«TU *»-C2l*WHK¥Lfc. » 
ffiT-CDMF*B*«ia^BfeSrJrax., KK^f^t 

fimWt^jU 4:1) "e»«LMft^*fcftfc B 50 
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Ifcft :872mg (2. 24 mm ol) , : 7 0 . 

6% 

MS(FAB,m/z) 389 (MH+) 

H-NMR(CDC13) : 0. 88-0. 94 (3H, t) N 1. 58—1. 72 (2H, m) N 2. 
61-2. 66 (2H, t), 3.88(3H,sK 6. 01 (2H, s), 6.62-6.82(3 
H,sh 6.93(lH,sh 7. 02-7. 05(2H,d), 7. 60-7. 63 (2H, d) 
[00 6 4] 6) 4- (4-y h*ci/7^-M ~2~ 

(3, A-tJ-Vs'Vtti/y^j -6-ypt° 

3-y7/-4- (4-y h^>:7^/U) - 2 - 
(3, 4 -^f l/^t*^>7x; -6-ynt° 
v/V3 8 9mg (1 . 0 Ommo 1 ) Sr^<>if > 

iomi jcgff L^S"e**{b^ vf^^r^x^ 

^lM^tygi3. 0ml (3. Ommol) ^rAP 
^^fiT*2B#ffi*ff Lfc 0 ^^y— /l/0. 4m K *2 

: fm^A^ 8:1) -e»»L*HflS-g*4rW 

iRm :279mg (0. 71 mm ol) , IR* : 71. 
3% 

H-NMR (CDC 13) : 0. 88-0. 94 (3H, t) , 1. 60-1. 72 (2H, m) , 2. 
60-2.65(2H,t) x 3.87(3H, sh 6.00(2H, sh 6.61-6.84(4 
H, m) . 6. 97-7.00(2H,d) N 7. 30-7. 33 (2H, d) 10. 20 (1H, s, C 
HO) 

[0 0 6 5] 7) 4- (4-y Y*^y - 2 - 

(3, 4 -y ^l/Vv^^v^^/ -6-ynt° 

f^4m U 7K2ml^4~ (4-y 
^^^) -2- (3, 4-^l/ym->7xn 
i/) - 6 - 7 p d fc>t° !i y > - 3 - 7/Ur t K 2 7 4 m 
g (0. 70mmol) f-TkftJT 2 - y 2 - r/f 1 

V0. 6ml (5. 6 6mmo 1) , 75FM2 10 
rag (2. 1 6mmo 1 ) , ffi&Hg^ h!l^A480 
mg (5. 3 lmmo 1) ^MxMMTQ 2 0 ftffltikW L 

hy^AT^jts, j^T*«Lfc 0 

U7^77^- (^ : y *y — 3 0 : 

1) -e»«L*«fc£*«r»fc. 

JR* : 1 9 1 mg (0. 4 7 mm o 1 ) , : 6 6. 

8% 

MS(ESI,m/z) 408 (MH+) 

H-NMR (CDC 13) : 0. 83-0. 88 (3H, t) , 1. 50-1. 63 (2H, m) , 2. 
48-2. 55 (2H, t) , 3.60(3^8), 5. 89 (2H, sh 6.40-6.45(1 
H,m), 6. 52-6. 59(2H,mK 6. 66-6. 73 (3H, m) , 7.30-7.33 
(2H, d) 

[0066] -m&m 7 

1) 1- (3, 4 h+y7x^) -3-^^r 

y - i -^-7$ y — ;v<d&$l 
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1. 1 2 g£2— "^fV 72. 5ml (20. 3mm 

01) ^5 h;i/A7;Urt Kl. 66g (10. 0m 
mol) ^)THF2 0mlS«tMlfi|rWt5o 
iaja»SrJP*.BU£SrffJh-t-5 0 S^^^T^ttlL 

J*BET»«Efr«*i-5p #feftfcaS£7y#>^u;*77 
A^P7^77^- (»*^^:^**^ 1 : 

2) l^LSIft^^ffco 

iR» : 1 . 1 0 g , : 4 1 . 3 % 

MS(ESI,m/z) 249 (MH+ -H20) 10 
H-NMR(CDC13) : 0. 90 (3H, t) , 1.30 (2H, m) % 1.59 (2 
H, m), 2.42 (2H, t) , 2.82 (2H,mh 3.30 (3H, s). 3. 
87 (3H, sh 5.12 1H, m). 6.82-6.86 (2H, m). 6.94 
(1H, d) 

[0067] 2) 1- (3, 4-77 Y^iyy^^JV) 
- 1 -^/ry- 3 -st->(D£f& 

l- (3, 4 -77 h^i/y^^M - 3 -t^y- 

l-^?y-;H. 10g (4. lmmol) ^ 
^72 Om ltS)HLi*Si|v^i/!?A2. Og£ 
iPX.1 OOtT- Bfeg^-TSo Sc^^iiL^JIT^ 20 

fyyj- mm^*:^*V> 1 : 2) iCttl^m 

i&i : 5 3 0mg, : 5 2 . 1 % 

MS(ESI,m/z) 249 (MH+) 

H-NMR(CDC13) : 0. 95 (3H, t), 1.39 (2H, sex). 1.68 
(2H, quint) , 2.66 (2H, t) , 3.92 (3H, s), 3.92 (3 
H, s). 6.62 (1H, d), 6.88 (1H, d) , 7.08 (1H, d), 7. 
13 (1H, d), 7.50 (1H, d) 

[0 0 6 8] 3) 6-^-3-v^7/-4- (3, 30 
4 -77 F*v/7x^) -2-fc°y K7<7>&/& 
7^7#fflflT, iST->7 /7th75 Kl80m 
g (2. 1 4mmo 1 ) , t -^h^rv'* !J^240 
mg (2. 1 4 mmo 1) ODMS05m lSgtl- 

(3, 4 -v>7 h^^^A-) -1-^x^-3 
-ty5 3 0mg (2. 1 3 mm o 1) (DDMSO 1 0 

20mg (6. 42mmol) ^rAOX. 1 fr^B$:'<z7 

J&* : 2 8 0 m g , JjX^p : 4 2 . 1 % 
MS(ESI,m/z) 313 (MH+) 

H-NMR(CDC13) : 0. 98 (3H, tk 1.43 (2H, sex). 1.75 
(2H, quint), 2.72 (2H, t) , 3.94 (3H, sh 3.95 (3H, 
s), 6.26 (1H, s), 6.98 (1H, d), 7. 20-7. 30 (2H, m) 
[0 0 6 9] 4) 6-^-3->7/-4- (3, 
4 -77 -2-2 wt*}) i/XD&ffc 

6-7^-3-^77-4- (3, 4-^7 K^>7 50 



0-29979 

26 

-2-fc°]J KV2 8 0mg (0. 9 mm o 1) 

-3-777-4- (3, 4-7^ F^r77x^) - 

: 2 8 Omg 
MS(ESI,m/z) 331 (MH+) 

H-NMR(CDC13) : 0. 96 (3H, t) , 1.42 (2H, sex), 1. 75 
(2H, quint). 2.84 (2H, th 3.95 (3H, s), 3.96 (3H, 
s), 7.00 (1H, sK 7.14 (1H, d), 7.19 (1H, dd), 7.2 
0 (1H, s) 

[0 0 7 0] 5) 6-^-3-777-4- (3, 
4-7^ F^r77x^) -2- (3. 4~7fl^77 
t^r77x^;l/^7) t°y^7^J$ 
tf^;H3 0mg (0. 9 4mmo 1) , Tkiftt 
hy?A70mg (60%^^tV^v ; 37, 
1. 8mmol) X Vftf&Ltcy^y^i/F-f^^CDD 
MF5mlgII:6-7f^-3-777-4- (3, 
4-77 h + 77x^;l/) -2-^PDt°!J 772 8 O 
mg£DMF 10ml LT JPx:7/U^7#|SMT 

|c**L*, l«S*ifcft^MJ IS?n«7K 

^77^- (K^^:^^7 1 : 2) fcf*L* 

1R4 : 2 3 Omg, : 6-7^-3-777-4 

- (3, 4-7^f^r77x^;l/) - 2 - fc° y K7 Jl t> 
5 9. 1 % 

MS(ESI,m/z) 433 (MH+) 

H-NMR(CDC13) : 0. 88 (3H, t), 1.32 (2H, m) , 1.62 (2 
H, m), 2.68 (2H, t), 3.95 (3H, s) , 3.97 (3H, s), 
6.02 (2H, sh 6.65 (1H, dd), 6.20 (2H, m). 6.80 (1 
H, d), 6.94 (1H, s), 7. 0 0 ( 1 H, s) 
[0 0 7 1 ] 6) 6 (3. 4-77 

i/y^^M -2- (3. 4 -7f777t+77x^ 
;vt^r7) t°!)77-3-7/i/r t 
6-^-3-777-4- (3, 4-77 h^77 
^^/U) -2- (3, 4-7f l/77^77x^ 
dr7) t°U77230mg (0. 5 3mmol) £-<7 
if 7 5m 1 K»*LT^^>#IH«T*a^**^^>f 
77^7^5^'7jMM^= 3 ri^7^1 . 6ml 

(i. 6mmoi) %ffiT~tz 0 ^m.x*imr$mwL* 

*L#?>tb^aStSr7y fjtfArJiy&irn-r h^77>f 

- »|xf^:^fy 1 : 2) fcttL3fflMb<S* 
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JRS : 1 4 Omg 

MS (ESI, m/z) 437 (MH+) 
H-NMR(CDC13) : 0. 88 (3H, t) , 1.32 (2H, sex), 1. 62 
(2H, quint), 2.66 (2H, th 3.91 (3H, s), 3.94 (3H, 

s), 6.00 (2H, s), 6.63 (1H, dd) , 6.73 (1H, d) , 6.8 
0 (1H, d), 6.85 (1H, s), 6.88 (1H, br), 6.94 (1H, 
d), 6.94 (lH,s), 10.22 (1H, s) 

[0 0 7 2] 7) 6-^^-4- (3, 4-vV*h=*r 10 
v/y^^lx) -2- (3, 4-^-^U>'v ? ^^r^^^^ 

6 -y^yU- 4 - (3, 4-v*> h^v-^-AO -2 

- (3, 4-^f i/y^^x^^e/) 

>-3-T/^fH Kl 4 Omg^fift^f i/y2m 1 , 
*lmltSIHU 0°CT2-^^W-2-^x>0. 
2ml (1. 9mmol) , T ^ Kttlfe 5 Omg (0. 
5mmo 1 ) , ffilfiSSK-^ hy^A130mg (l. 1 
mmo 1) SrJPx.SjfttMLT l«PlHHt»i-S. fift®^ 

*>y jjtfjVjjy J±t? N^^^^— (^dp^vA: 
*9 J-fl, 9:1) fcf*L«Hfl:£«*fcfc 0 
IR4 : 7 Omg, JR^ : 6 ~7^)V- 3 - >T / - 4 - 
(3, 4-v^ h^i/^m^U) -2- (3, 4-^^" 
U^^^ri/7iii^/W^-dr-» fc°y v?^<t 9 2 9. 3% 
MS (ESI, m/z) 452 (MH+) 

H-NMR(CDC13) : 0. 86 (3H, th 1.28 (2H, m) , 1.56 (2 

H, quint), 2.58 (2H, t) , 3.70 (3H, s) , 3.73 (3H, 

s), 5.95 (2H, s), 6.46 (1H, br d), 6.57 (2H, m) , 6. 30 
68 (1H, m), 6.76 (1H, br s) , 6.97 (1H, br s) , 6.98 
(1H, br d) 

[0 0 7 3] HJ60IJ8 6-^^-4- (3, 4, 5 

- bv* b^^y^^M -2- (3, A-t^u^is 

**yy?L~jvjr*'y) try i/is- 3 -JA^^lfco^ 

1) 1- (3, 4 , 5- h ]) * h*is7x.=-M -3 

1 — 79 J—tW&tfL 
7;u=f>#iaT, -7 0°CT* t-y h*S/*y 

I. 12g^2-^^rt;y2. 5ml (20. 3 mm 40 
ol),3, 4,5-hU^ hdr^yXT/Uft K 

1. 9 6 g (10. Ommo 1 ) (OTHF20ml 

ta*.2l*|IWl»i-6. l»JB!ttitS:Jp*.KiSSrflt±i- 

i : i) fc-feL«H{fr&«£#fc 0 
IR* : 9 5 0 m g , Ifc^ : 3 2 . 1 % 
MS (ESI, m/z) 389 (M+Na+) 

H-NMR(CDC13): 0.90 (3H, t) , 1.30 (2H, sex), 1.58 50 
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(2H, quint), 2.43 (2H, t) , 2.80 (2H, m) , 3.34 (1H, 
d), 3.33 (3H, s), 3.34 (6H, s), 5.11 (1H, dt), 6.5 
9 (2H, s) 

[0 0 7 4] 2) 1- (3, 4, 5- b ] J * b^isy*. 
~M - 1 -^^r >- 3 -^XD^Jjjc 
l-(3, 4, b*i/7 oi^yU) -3-^^ 

y-l-^7^9 5 0mg (3. 2 mm o 1 ) & 
h;U^>-2 0m 1 C^gLp- bfr=->XJl'fcy&3 0 
mg^fli9 0ttl0M#n o SEffiT»fflES:9* 
U #6*Lfc»*«r^y AW^^pv h^77^ 
- (Bit^/!/:^Hj-> 1 : 2) fcttLMMb^* 

IRS : 5 8 0 m g , JR$ : 6 5 . 1 % 
MS (ESI, m/z) 279 (MH+) 

H-NMR(CDC13) : 0. 96 (3H, t), 1.39 (2H, sex), 1.68 
(2H, quint), 2.67 (2H, t) , 3.89 (3H, s) , 3.90 (6H, 
s), 6.64 (1H, d), 6.78 (2H, s) , 7.47 (1H, d) 
[0 0 7 5] 3) 6-7f/U-3-y7;-4- (3, 
4, 5- bV * h*i/7x^/U) -2-fc°y b*>(D&f& 
T/U^V#|SMT, Sfi^>7/7th7$Kl8 0m 
g (2. 1 4 mmo 1) , t-7> + ^!J')A240 
mg (2. 1 4 mmo 1 ) C0DMSO5m 1 fi=?fi$l:: 1 - 
(3, 4, S~bV tb^^y^-^) -i-^7fy 
-3-t>5 8 0mg (2. 1 mm o 1) (DDMSOl 

5m i £jp^2 oftmrnw-tZo t-7 p h*->*y 

7 2 Omg (6. 4mmol) Srflli 1 »BBifc*Sr^ 

iR* : 3 3 O m g , JR*P : 4 5 . 9 % 
MS (ESI, m/z) 343 (MH+) 

H-NMR(CDC13) : 1. 00 (3H, t) , 1.47 (2H, sex), 1.77 
(2H, quint), 2.74 (2H, t), 3.93 (3H, s) , 3.93 (6H, 

s), 6.28 (1H, s), 6.85 (2H, s) 

[0 0 7 6] 4) 6 -yj-Jls- 3-y77-4- (3, 

4, 5- h y * b**sy -2~^ppk°!)> ? y 

6 -y^/U- 3 - i/T ; - 4 - (3, 4, 5-hy^h 
*i/y ^~JV) -2-t°y K>3 2 Omg (0. 9mm 
ol) it^^Sfty y 5m 1 l«L 1 0 ott-ife 

JRS : 3 6 Omg 

MS (ESI, m/z) 361 (MH+) 

H-NMR(CDC13) : 0. 96 (3H, t) , 1.43 (2H, sex), 1.76 
(2H, quint), 2.86 (2H, t), 3.93 (3H, s) , 3.93 (6H, 
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s), 6.80 (2H, s), 7.22 (1H, s) 
[0 0 7 7] 5) 6-^-3-v'7y-4- (3, 
4, b*i/yx-~M -2- (3, 4-7^ 

130mg (0. 94 mm o 1 ) , 

1. 8mmol) i^MLfc^xy^rv/Mi-^D 
MF5mlgIt6-^-3->7/-4- (3, 

4-v>7 Y*i/y^~fr) -2-^DDt°Uv ; >360 
mg£DMF 10ml t»#LTJPx.T^=J^#HatT 10 

wYtfy? 4 — (gftk^tv i^-y-i/ 1:2)^ 

Jfc* : 1 6 Omg, JR* : 6-7^-3-^7;-4 
- (3, 4, 5 - hy 7 F^r^7x^) -2-fc°y K 
^i«9 3 7. 2% 

MS(ESI,m/z) 463 (MH+) 20 
H-NMR(CDC13) : 0. 89 (3H, t), 1.32 (2H, sex). 1.61 
(2H, quint), 2.68 (2H, t) , 3.893 (3H, sh 3.94 (6 
H, s), 6.02 (2H, s), 6.67 (1H, dd) , 6.74 (1H, d), 
6.82 (1H, d), 6.85 (2H, s), 6.95 (1H, s) 
[0 0 7 8] 6) 6-^/1—4- (3, 4. 5 - h ]) 

7 y*i/y^~j\/) -2- (3, 

6-7"f^-3-v'7y-4- (3, 4, 5~hy7h 
^ry7x^;l/) -2- (3, 4-^I/y^>7x 
^/^=3ry) t°yi/>16 0mg (0. 3 5 mm o 1 ) 30 
Sr-<^if >5m 1 M L7/l^^yf BITifiT*! 

ft ^ y yf;^^ ^ ^ l M^^r t ygi i . 0 m 
1 (1. Ommol) S:?gTi-^o £»-eii*in«#L 
^^/-yvi:*t?R*ES:ff±1-So lit l BJBHItf 

7^ (ftBfe^^ : 1:1) (-ttL^Hfc 

i&lk : 6 0 m g 40 
MS(ESI,m/z) 466 (MH+) 
[0 0 7 9] 7) 6-^/W-4- (3, 4, 5~hy 
7 F^Wx^) -2- (3, 4-^UV^i/ 
^-/V^vO t°y v>>- 3 

6-:/?vV— 4- (3. 4, h^^7x^ 
AO -2- (3, A-t^u^^yjr^ri/y ^-jvir* 
i/) fc°y ^y-3-T/UTt K6 0mgS:fifWf ^ 
2ml, *lmlllSSU 0°CT2-7^A™2-:/ 
TVO. lml (0. 9 4mmo 1) , 75 K8ESE2 0 
mg (0. 2 lmmo 1 ) , E£*g&^ V V V J* 5 0m 50 
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g (O. 4 4mmol) &tB*.M\ZM\*X HftffllkW 

1 : 1) KLttL*Hfb£«J*ftfc 0 
IE* : 3 8mg, : 6-^-3-^77-4- 
(3, 4, 5-h9^h*S/7*^) -2- (3. 4 
-^^^Vi/^^rv/^^^yu^-^rv-) t°y >>> £ 9 2 
2. 5% 

MS(ESI,m/z) 482 (MH+) 

H-NMR(CDC13) : 0. 88 (3H, t), 1.31 (2H, m), 1.60 (2 
H, quint), 2.65 (2H, t) , 3.83 (6H, s) , 3.86 (3H, 
s), 5.99 (2H, s), 6.61 (1H, dd), 6.69 (3H, in), 6.7 
6 (1H, d), 6.86 (1H, s) 
[0 0 8 0] %mM9 6 — rV^-4- (4-7 
h^v^^AO -2- (3, 4-*^u>isJ-*i/y 
^-/M-^rvO try v^- 3 

1) 1- (4-n^r^x^/V) -5-7^-1- 
^3M?>'- 3 -^->(7)^/j£ 

4. Og (3 5. 6mmol) £7^A"f V^/^h 
V4. lml (3 2. 8 mm o 1 ) , p -7— ^TA^ 
t K2. Oml (16. 4 mm o 1) <DT H F 2 0 m 1 
SildPi - 2 0 Lt 1 NF»t5o lK^JfiB? 

Vvy^- »»x^:^fyi : 3) t^LXM 

fern : 4 8 0 m g , : 1 3 . 4 % 

MS(ESI,m/z) 219 (MH+) 

H-NMR(CDC13) : 0. 98 (6H, d) , 2.23 (1H, m) , 2.52 (2 
H, d), 3.84 (3H, s), 6.63 (1H, d) , 6.91 (2H, d) , 
7.50 (2H, d), 7.50 (1H, d) 
[0 0 8 1] 2) 6->T y^-3-^77-4- 
(4-7 h^cisy^-Jl') -2-t°y K>^>^ 
7^^V*iaT, S?at->7;7th7;Kl90m 
g (2. 3mmol) , t -7' Ry* U 5 Ora 

g (2. 2mmol) (0DMSO5m 1 gStl - (4 
-7 Y*i/y ^=-J\s) -5-7^/u- 1 
-^->5 8 0mg (2. lmmol) (DDMSOISm 
l «:JPx:2 0^W«»1-5o t-^KJ/*!J^75 
Omg (6. 7mmol) SrJPx. 1 ^W»*Sr^ y ^ 

: 4 0 0 m g , JjX^ : 6 4 . 4 % 
MS(ESI,m/z) 283 (MH+) 

H-NMR(CDC13) : 1. 03 (6H, d) , 2. 12 (1H, mk 2.56 (2 
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H, dh 3.88 (3H, sh 6.24 (1H, sh 7.50 (2H, dh 

7. 63 (2H, d) 

[0 0 8 2] 3) 6--f y^;V-3->7/-4- 

-2-? pp hfU v^^JtSc 
6 — r y^-3-^7/-4- (4->h*->7x 
^yW) -2-h°!j F>4 0 0mg (1. 4mm o 1 ) £ 

JR* : 4 2 Omg 

MS (ESI, m/z) 301 (MH+) 
H-NMR(CDC13) : 0. 97 (6H, dh 2.17 (1H, mh 2.70 (2 
H, dh 3.88 (3H, sh 7.04 (2H, d) , 7.15 (1H, s) , 
7.57 (2H, d) 

[0 0 8 3] 4) 6-^y^;l/-3->7y-4- 
{4-* h^i/?*—/!') -2- (3, 4-^^L/Vi/ 

yU2 0 Omg (1. 4mmol) , *|fkth 20 
U^120mg (6 0W^f^^3y, 
3. Ommol) <fc 9 fft* Lfc:7 m 7 3r > K>f * V(DD 
MF 5m lSRC6-^f y^-3-'>7/-4- 

(4-y h^r^a:^) -2-^nPt°!)^y420 
mg SrDMF 10ml JC*#P LTiP^T^^^HMT 

-tvwcjwhl*. i aj&jcwb-?- h y mu 

n-^h^^^^- (BflfctfvW : ^f-v 1:2) 30 

IR* : 3 9 0 m g , iR^ : 6 — f V zf^JV- 3-i/TS 
-4- (4-y h^rv^jx^yU) -2 -try K^i «9 6 

8. 2% 

MS (FAB, m/z) 402 (MH+) 

H-NMR(CDC13) : 0. 88 (6H, dh 2.01 (1H, mh 2.53 (2 
H, dh 3.88 (3H, sh 6.01 (2H, sh 6.66 (1H, ddh 
6.74 (1H, dh 6.81 (1H, dh 6.90 (1H, sh 7.40 (2 
H, dh 7. 6 1 (2 H, d) 
[0 0 8 4] 5) 6 — fy^yU-4- (4-7* 40 
y^.^jV) -2- (3. 4-y ^U^^v-^^yU 

try ^-3-7/uft K©^rt 

6->fy^-3->7/-4- (4-^h^v-^oi 
~yu) -2- (3, 

>0 fcfy >?y3 9 Omg (i. Ommo l) ^yfy 

5ml Kl»0|LT^=^^#H«T*lt"C**ft^>f 
f/Wi^^lM^tySS3. Oml (3. 0 
mmo 1) Sr®T1~So ^fit?lB#IB«#U**y-yw 
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^/Ui^MT:/ 2 : 5) fc#L*»fr&*S:#fc. 
iRJt : 4 0 Omg 

MS (FAB, m/z) 405 (M+) 
[0 0 8 5] 6) 6 — ( (4-*h*i/ 
y^^su) -2- (3, 4- m~yU 

6 — f y7'f;l/-4- (4~y F^y7i^) -2- 
(3 N 4-^fl^yv ; t :3 r^7x^^^) t?ys^ 

- 3 -7^ft K4 0 Omg^fift^f l/y2m 1 . * 

lral|:g(!fU Otf 2-^^-2-7ryo. 6 
3ml (5. 9 mmo 1 ) % 75 KSil 4 3mg 
(5. 9 mmo 1 ) , WSB&t hy£A400mg 
(1. 5mmol) SrJ0x.Sai^MLT3 O^raai^t" 

jfcfcftSE&v'y *^7A^P7 ^77>f- (^P 
P/fcyWA : y ^y — yl^ 9:1) dttU * 6>Mixy # 

1:1) KJ:0««-t-ai:M^ft«r#fc. 
IRS: 1 2 Omg, IR* : 6 ->f y 77/^- 3 - S/T 7 
-4- (4-y h^rv^^y^) -2- (3, 4-^^ 

v>i/*/Hr**s-7 ^n/u^-dr^) t°y yyi 9 2 8. 5% 

MS (ESI, m/z) 422 (MH+) 

H-NMR(CDC13) : 0. 88 (6H, dh 1-98 (1H, mh 2.52 (2 
H, mh 3.83 (3H, sh 5.98 (2H, sh 6.61 (1H, ddh 
6.71 (1H, dh 6.76 (1H, dh 6.82 (1H, sh 6.94 (2 
H, dh 7.41 (2H, d) 

[0 0 8 6] HS£0iJl 0 4- (4-^ h*^7x^ 
yu) -2- h*Z/) - 6 -^p tT/^try v>V 

- 3 

1) 3 - vT 7 - 4 - (4-^ h^ry7x^l/) - 2 - 

(2-^^h^rv') -6-7 p pt>t°yyy©M 

DMF5ml^ N 2-t7h-/H2 2mg (0. 85 
mmo 1 ) {^6 0%**{k^ h y ?^5 Omg (1. 2 
5mmol) *rJP**a-Cl B^mmW Lfeo 2-^p 

P - 3 - v-T y - 4 - (4-y v*isy =.=-M -6- 

/ptVH: o y^y2 0 1mg (0. 7 Ommol) £D 
MF2mlMUSTU *a-e2l*|HHt#Lfc. 
SJ±TtDMF^£tlS^S1^0^ llfflfc*^ 

^«ittiL**Mifc**BiaH-by ^A-x?e«, ^jit^s 
«uto R««r5/y*y^o^h^77^- (-^r-y- 

y-^pp*yi^=l : 2) TflL$i{k^^tl 

iRS : 1 2 4mg (0. 3 1 mm o 1 ) , lR* : 3 7. 
1% 

MS (ESI, m/z) 395 (MH+) 

H-NMR(CDC13) : 0. 85-0. 90(3H, th 1. 56-1. 68(2H, mh 2. 
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58-2. 63 (2H, t) N 3.89(3H, sh 6.97(1H, sh 7.04-7.07(2 
H,d). 7.35-7.39(lH,m), 7. 44-7. 53 (2H, m). 7.62-7.70 
(3H,mh 7.80-7.90(3H,m) 

[0087] 2) 4- (4-y h^rv^^^U) -2- 
(2— f7Y*^) -6~:/ntVUt 0 y v^-3-TA- 
ft Yto&tfL 

3-i/T /-4- (4-y h^rv/^ai^yl/) -2- (2 
-t7F^'» -6-/Pt>t°!Ji/yi 18mg 
(1. OOmmol) H^>7ml|:gSlSfit 

**ffc;v^ v-?*?a>T)v* iM^tyS$o. 10 

9 5ml (0. 9 5mmol) SrlOA.*a-e2l*BMH^ 
Lfc 0 y^/-/H. OmK 7k 3 m 1 £:JHIaL2 0 5HMJ 

4:1) ■C»»U*Hfk-&*4r1»fc. 
Ifc* : 9 8 m g ( 0 . 2 5 mm o 1 ) , : 8 3 . 3 

% 

H-NMR(CDC13) : 0. 85-0. 90 (3H, t) , 1. 54-1. 68(2H, m) , 2. 
53-2. 63 (2H, m) , 3.88(3H, s), 6. 58-7. 02 (3H, m) N 7.26- 
7.88(9H,mh 10. 3l(lH,s) 20 
[0088] 3) 4- (4-y - 2 — 

(2— f7 Y**s) -6— fc*>t°y v>>-3-#^ 

8ml N 7kO. 9ml4^4-(4-y 
h^f'>^ai^U) -2- h^-y) -6-7 P D 

t>t°!Jyy-3-7^f t K98mg (0. 25mm 
ol) (:MT2-^f^-2-yfyO. 21ml 
(1. 98mmol) , 7; Kttft 7 0 m g ( 0 . 7 2 
mm o 1 ) N M^M-t h!J^141mg (1. 56 
mmo 1) £JPx.Sfi-C3 0^mW:WLtc o 7k£;tJP;t, 30 

n d fr/\sJ± : y * y —)V 5 0:1) XWM L 
: 7 lmg (0. 1 7mmo 1), IfcSjS : 68. 7 

% 

MS(ESI,m/z) 414 (MH+) 

H-NMR (CDC13) : 0. 85-0. 90 (3H, t) x 1. 55-1. 70 (2H, m) , 2. 
56-2.61(2H,t), 3.8K3H, sh 6. 91-6. 98 (3H, m) , 7.28- 
7.60(6H,m), 7. 71-7. 87(3H, m) 40 

[0 0 8 9] HJte^iJl 1 6-^^-4- (4-y b 
*i/y^^;\s) -2- (3, 4->fuymi/7x 

i) i- (4-y h + i/^^i^/^) - 3-t^y-<y^ 
y -yn^rit 

THF 30mU y A bf* h y y V ;UT 5 K 

lM-THFgil 7mlt-7 8°C"CTHF 15ml 
lZ&MLtz2-7# / VI. 35ml (15. 1 mm o 
1) ^lOMTlfco SBT20Mp-7^ 
^T^ffcKl. 8 0ml (14. 8mmol) £AP;i 50 
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- 7 8^/5^-3 0^*T»*fcl»**±tf*25*e> l B# 
: Ifgl^/U 6:1) ■C»«L*Hfk-a*Sr» 

fc. 

Jft-ft : 1 . 9 0 g ( 9 . 12 mm ol) , JR^ : 6 1 . 
6% 

H-NMR(CDC13) : 1. 04-1. 09(3H, th 2. 41-2. 50 (2H, qua) , 

2. 78-2. 85(2H,m), 3. 21-3. 22 (1H, d) N 3. 80 (3H, sh 5.08 
-5. 15 (1H, m) , 6. 87-6. 90 (2H, dh 7. 27-7. 30 (2H, d) 

[0 0 9 0] 2) 1- (4-y h*i/7*~/l') - 1 - 

^yfy- 3 -jj-xD&jfc 

Fyuxyeomlt, l - (4~n*y7x^) - 

3 -^y-^V^y — ;H . 90g (9. 12mmo 
1) ktefctiS£?4f*i/$J*3. 73g (3 1. Omm 

o i) £iRfcs^L7c 0 mm. mk^^x*mti,mm 

: 1 . 6 7 g ( 8 . 7 8 mm ol) , JRaf* : 96. 

3% 

MS(ESI,m/z) 191 (MH+) 

H-NMR (CDC13) : 1. 14-1. 19 (3H, t) , 2. 64-2. 72 (2H, qua) , 

3. 84(3H,s) N 6.61-6.66(lH,dh 6. 90-6. 93 (2H, d) N 7.48 
-7. 51(2H,dh 7. 50-7. 55(lH,m) 

[0 0 9 1] 3) 3->7/-6-xf/U-4- (4 - 

y Y*is7*-~M -2-t°y 

DMSO20ml^ > i/T y Ti? F7S K7 4 3mg 
(8. 84mmol) |:t-^h*'>i!) >)A9 9 2m 
g (8. 8 4mmol) ol^DMSOSm 1 CS)|L 
fcl- (4-y h^v-^^/U) - 1 — 3 - 
6 7g (8. 7 8mmo I) ^JPtifit'3 0 
ft?*mWLtc 0 t-yh*i'*})ZJ*2. 98 g (2 
6. 6mmol) *jbUx.fcgL *Sr 1 y 

v^ L £ & KSMMfjE Bfc* #ffl*T"e 2 mw\9t¥¥ Ltz Q 
2^jS®f^JP^WttlLfcjigfi^j®^ 7k, ^MT^-C 

: 1. 24g(4. 88mmol) , HX^ ; 55. 

6% 

MS(ESI,m/z) 255 (MH+) 

H-NMR(CDC13) : 1. 35-1. 40(3H, th 2. 74-2. 83 (2H, qua) , 
3.88(3H,s). 6. 28(lH,sh 7. 00-7. 03 (2H, d) , 7.59-7.62 
(2H, d) 

[0 0 9 2] 4) 2-^DP-3-v/7;-6-xf;l/ 
-4- (4-y h^^7x^;u) fc°y^^(0^ 
3 - v-Z / - 6 4 - (4~y Y*i/73L^ 

;U) -2- try K>1. 2 2 g (4. 8 Ommo 1 ) Id 
^v'iSffcy V2 2m 1, N, N-^f;i/7^!)y 
O. 61ml (4. 8 1mmo 1) SrJPX. 1 0 Otf 
2. 50#P«aL7c o >^>Jfiffcy 
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J|K4 :795mg (2. 91 mm ol) , : 6 0 . 

6% 

MS(ESI,m/z) 273 (MH+) 

H-NMR(CDC13) : 1. 32-1. 37 (3H, t) N 2. 84-2. 92 (2H, qua) , 
3.88(3H, s,MeOh 7. 03-7. 06 (2H, d) , 7.20(lH,sh 7.55- 
7. 58 (2H, d) 

[0 0 9 3] 5) 3->7y-6-xf;l/-4- (4- 10 
7 h*^^^^) -2- (3, 4-^f'U>'> ? ^-^rv' 

7x/^^) try 

DMF7ml^, i?t^;l/2 2 1mg (1. 60mm 
ol) t^60%*iftthy C7A80mg (2. 0 mm 

oi) Srjpx.aa-ei o5M*Hi#Lfco 2-^0-3 

-y77- 6 — :n^yi,- 4 - (4-^ h^rv/7x^) 
t°!Jv/y4 0 8mg (1. 50mmol) 5:DMF 5 m 

DMFmilMi^Bi, RR^f^-ettHiL 
*WiS:tl**IW- h y ^Atm WETWBLfc- 20 

4:1) ?»«L«Wt£4fcfc»fc. 
iR* :400mg (1. 07 mm ol) , : 7 1 . 

2% 

MS(ESI,ra/z) 375 (MH+) 

H-NMR(CDC13) : L 17-1. 22(3H, t) , 2. 65-2. 75(2H, qua) % 
3.88(3H,sh 6. 01 (2H, s, 0CH20K 6. 63-6. 83 (3H, m) , 6.9 
4(1H, sh 7.02-7.05(2H,d), 7. 5 9- 7. 6 2 (2 
H, d) 

[0 0 9 4] 6) 6-^fvU-4- (4-7 V*i/7 zr_ 30 
n/U) -2- (3, 4-^^L/>-i/^-arv/^^/^v/) 
t:°y 3 -TJls'ft h*<D&ti£ 

3-v'7;-6-xf;V-4- (4 ~7 F^r77x^ 
AO -2- (3, 4-7^U>^*^:7^/*v') t° 
y i/>3 9 3mg (1. 0 5 mm o 1) Sr-<>if>l 0 
m 1 fcS#LSfflT***fc*>f 7:7^7^5 ~£ A l 
M^^riJ-^^3. 15ml (3. 15mmol)£AP 
X.^atf 2 B#f?fl«# Lfc 0 7^7 —A* 1ml, 7K 3 m 1 
SrJPx.2 o»ra«»bfco fc***SL*ffifc«£ET» 

3iLfc 0 gtje*^y*y^o^h^77>r- 40 

VrftHa:^ 6:1) "C»KL«JH{k^»Sr#fc 0 
HZ* :84mg (0. 2 2 mm o 1 ) , : 21. 1 

% 

H-NMR (CDC 1 3 ) : 1. 17-1. 22(3H, t) , 2.64-2. 
72(2H,quah 3. 87 (3H, s, MeO) N 6. 00 (2H, s). 6.62-6.82 
(3H,m), 6.84(lH,sK 6. 97-7. 00 (2H, d) , 7. 30-7. 33 (2H, 
dh 10.24(1H, s,CH0) 

[0 0 9 5] 7) 6-^^-4- (4-7 h^>7x 
~A-) -2- (3, 4-^^1/^*^717 
h°y ^-3-*^#y»0^ric 50 
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8mK *0. 9m 1 cf 3 6-^^/1/- 
4- (4-7 h*y7xx;U) -2- (3, 4-7^U 
V^^rv^^^rvO t°y i/ls- 3 -T/U-rt K8 4 
mg (0. 2 2mmol) [CtK^T 2 -7 ^VU- 2 -7* 
7>0. 2 1ml (1. 9 8mmol) , 
Omg (0. 72mmol) % ffitfi**-*- h V $ J* 1 4 
Omg (1. 5 5mmol) SriPiilt* 2 0 ftWSkW 

^hy**-ci»k WET»«Lfc. aat«rs/y*y^ 

^vF^77^- (7 PP^A : 7^7—^ 9 : 
1) 

:56mg (0. Hmmol) , HX^ : 6 3. 5 

% 

MS(ESI,m/z) 394 (MH+) 

H-NMR(CDC13) : 1. 08-L 13(3H, t), 2. 51—2. 61 (2H, qua) N 
3.60(3H,s,Me0), 5. 87(2H, s), 6. 38-6. 59 (3H, m) , 6.62- 
6. 65(2H, dh 6. 70 (1H, sh 7. 2 7- 7. 3 0 (2H, 
d) 

[0 0 9 6] Hifefi&Jl 2 6-yntVU-4- (4 — f 
y7Dt>t*77^x;l/) -2- (3, 4-7fU> 

^**i/7 3t:^u**i/) t°y i/>-3-*u\'#>M<D 

1) 4 — r y^p tVut*^>X7;uffc K^^J* 
4-t KD*v/^yX7;Uffc K5. Og (4 4. 6m 
mo 1 ) N y^^6. Og (55. Ommo 

1 ) % J y^p tVl^yn 5 K6. 0ml (6 3. 9mm 
ol), DMF 8 0 m 1 ©fi^ftS:5 Ot"P-(t«»t 

®* LsaESr^—r/nciSfft-So i «i&mmw- v y 

IR* : 6 . 1 2 g , : 8 3 . 6 % 

[0 0 9 7] 2) 1- (4-><y7 P C2tVU^-*v7^^ 

ao - 3 -^-*y- i ; —)\s<n^$L 

v^A/T^ K^lM^*if>^2 2m I SrTHF 1 0 
ra 1 (uJOx.5o 2 -^7°^ 7 ^2. 1ml (19. 8 m 
mo 1 ) GOTH F 1 0ml g»i7Ll 0 ftmtWlT 
Z> 0 4- 1 KP^^^XWt Kl. 6 4g (1 
0. Ommol) ^DilRfWLfcitaSMK 

£@*-T6o #^«g5rv/y*^*7A^p^h 
^77^- 1:3) £ft LS 

HX* : 1- 40g, iRf : 55. 9% 

[0 0 9 8] 3) 1- (4->fy^P^^7i = 
/u) - 1 — ^*ir>- 3 -^->(7)^^ 
1- (4 — fy7 P PtVl/^y7x^/l/) -3-^*7 
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;H. 40g (5. 6mmo 1 ) £ h 
/U^y3 Om 1 fcjgflp L«l*«Mfc^^*^5rA4. 0 
g> p - h;Vxy^;i/^yg 3 0 m g 9 0 tt* 1 

jtSrv'y Xtf/i-fiyJ*? w 7>f — (g^ggjx^ 

1 : 4) fcf*L»Mfl^**#fc. 
4Kft : 1 . 0 9 g , l&m : 8 3 . 4 % 
MS(ESI,m/z) 233 (MH+) 

H-NMR(CDC13) : 0. 95 (3H, th 1.35 (6H, dh 1.71 (2 
H, sex), 2.62 (2H, th 4.59 (1H, mh 6.62 (1H, 10 
dh 6.88 (2H, dh 7.47 (2H, dh 7.51 (1H, d) 
[0 0 9 9] 4) 6-/Pt>-3-v'Ty-4- (4 

7 A^>#B^T\ lST->7 /7th75K400m 
g (4. 8mmo 1 ) , t h*i/% U>)A5 3 0m 
g (4. 7 mm o 1 ) (DDMSO 10ml MMl^ 1 - 
(4->f yya \f)V-*$ri/7 zz.~)V) - 5 -y ^/U- 1 
-^^irV-S-^-Vl. 09g (4. 7mmol)<£> 
DMSO2 0ml £*P;t 1 5#IB»#1-S 0 t-^h^ 
'>*!1^1. 58g (14. lmmol) SrJDx. 1 ft 20 

i^^7K^T*Px.«rtllLfc*g0 0 0^^-r2> o 7k 

: 9 1 0 m g , i|R^ : 6 5 . 3 % 
MS(ESI,m/z) 297 (MH+) 

H-NMR(CDC13) : 1.04 (3H, t) , 1.38 (6H, dh 2.00 (2 
H, sex), 2.68 (2H, th 4.63 (1H, mh 6.25 (1H, 
sh 6.98 (2H, dh 7.59 (2H, d) 
[0 10 0] 5) 6-^^-3-^/77-4- (4 30 

6-/Ph>-3-^7;-4- (4 — fy/ntW 
^v/7x^;l/) -2-fc°y K>9 1 Omg (3. 1mm 
ol) Sr**Sdftfty ^6m 1 t^L9 OtT'-ftS 

fc 0 40 

iR* : 1 . 1 0 g 
MS(ESI,m/z) 315 (MH+) 

H-NMR(CDC13) : 1.00 (3H, th 1.38 (6H, dh 1.70 (2 
H, sex), 2.72 (2H, th 4.64 (1H, mh 7.01 (2H, 
dh 7.18 (1H, sh 7.55 (2H, d) 
[0 10 1] 6) 6 -^p \?)\»- 3-/77-4- (4 
->f y/nt>^v'7i^) -2- (3, 4-^f 

tt^2 9 0mg (2. lmmo 1) , 

li^Al 70mg (6 0°/o^^f^/^v?3^ 50 
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4. 2mmol) £ 9 ffr&Lfc? m y ^"VCOD 
MF5ml»6-7 P Pt>-3-i/7y-4- (4 

6 2 Omg^DMF 10ml \ZMU LTjP^T/l'^VS 
1:4) fcttL*«frfr**#fc. 

IRS : 1 1 Omg, IR* : 6 -7 p p 3 - y - 

4- (4 — f yyn \?)Vit*i/y 3L=D\s) -2 -try K 

<9 1 5. 3% 
MS(ESI,m/z) 417 (MH+) 

H-NMR(CDC13) : 0. 90 (3H, th 1.38 (6H, dh 2.24 (2 
H, sex), 2.62 (2H, t) , 4.63 (1H, mh 6.01 (2H, 
sh 6.66 (1H, ddh 6.74 (1H, dh 6.80 (1H, dh 6.9 
2 (1H, sh 7.00 (2H, dh 7.59 (2H, d) 

[0102] 7) 6-yPt%-4- (4 — {yyat 0 
;l/«'>7i^) -2- (3, 4-y J-U^i/ttis 
y^~/\s**i/) t°!Jv ; y-3-7^ft K(7)M 
6-7 p pfcVu-3-i/ry-4- (4— ry7 p ptv^ 

^■iyy^^jU) -2- (3, 4 -y ^UVv^^rv^in 
k°!Jv/yilOmg (0. 2 6mmol) 

^yf>5m 1 \cfeM\^Tj\s^i/wm%yMx*ikm 

1 (1. Ommo 1) £MTf-5o ^fflt? 1 «FM8H* L 

y ^/-/^*T^g)S£f?it-f 6 0 titiefif# 

TfiL#W:8SS:yy*yW7A^Dvh^7 
7>f- i:4) fcttLMMfc: 

iRifc : 8 Omg 
MS(ESI,m/z) 420 (MH+) 

[0103] 8) 6-yoh>-4- (4-^y7Pt° 
/U^i^^^U) -2- (3 N 4-y ^UVv^^v- 
7zc^;U^-^v') fc°y itls- 3-jJ/l> tf>Wt<D&f& 
6-yPt%-4- (4-^y7 P Ph>t^ry7x^ 

/u) -2- (3. 4-y f i/y^y7^^ut* 

t° y i/y- 3 - 7;uf t K 8 0 m g f i/y 

2ml,*lmli:SI!fU 0W2 2-7 
y*>0. 12ml (1, lmmolh 7^**3 0 
mg (0. 3 lmmo 1 ) , IiJI^Sg-J- h ]) $J*8 Om 
g (0. 7 0mmol) SriDx.^iBI^M LT 2 0 ^fSHft 

*M"3o »itxf;i/-ejititUL, fift:feJfi*T?ifei£U ftt 
Hifvi/i^MfV 1 : 1) [w^L*®^^!^# 
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IR* : 13mg, IR^ : t p ;V-3-'>7/-4 
- (4->f yypfcVl^^-^rC/^^^^) -2- (3, 4 
-^f-U^^^ri/^^ri^dr^) try ^>i«9 1 
1. 5% 

MS (ESI, m/z) 436 (MH+) 

H-NMR (CDC13) : 0. 88 (3H, t), 1.34 (6H, d), 1.64 (2 
H, sex). 2.60 (2H, t) , 4.55 (1H, mh 5.97 (2H, 
s) % 6.61 (1H, dd), 6.73 (1H, d), 6.75 (1H, d) N 6.8 
4 (1H, sh 6.88 (2H, dh 7.38 (2H, d) 

[0 10 4] HJSfll 1 3 4- (4-* h*i/7=*~ 10 
/W) -6-^^-2- (3, l/ym'>7 

l) l- (4-t Y*isy^~;v) - i —-f*r~jv— 3 

T-fe h^^hy ^r^u***^* ^pU K3. 9 
lg (11. Ommol) 5r TH F (30ml) 

^L6 0%7k^iti- h V ^A4 4 Omg (11. Omm 
ol) SrOt:CTJnx.fco 1ICKU lftRMWLfc 

P-p-7^X7;l/ft Klg (7. 3 4mmo 
1) SrJP^llft«^Lfco 5l£S«K*SrJnx., If®^ 20 

V>/$m^fr (5:1) SrfflV^Tfjf»L^a<b^4fc 
Sr»fc. 

61:1, 15g , W : 5 9 % 
MS (ESI. m/z) 177 (MH+) 

H-NMR (CDC 13) : 2. 36 (3H, s) , 3.85 (3H, sh 6.61 (1 

H, d) N 6.92 (2H, d), 7.45-7.51 (3H, m) 
[0105] 2) 3-i/T/-4- (4-y h^v^m 30 

^/U) -6->^-2-t°y K^O^J* 
a — iXTy Tir hT5 K6 0 4mg (7. 1 8 mm o 
1) SrDMSO3 0mlC^U 7^^>fK^ 
t-7>^^U^ 7 3 3mg (6. 53mmo 

1) x 1- (4-* Y*i/y=.~M -l-yr^- 

3-^->l. 15g (6. 5 3mmo 1) SrifiCtH 
15 5MMf#Lfc. TLCttCT^S: 
flIBLfcft, t-y b*i/*V $J±2. 20g (19. 
6mmo 1) Srftlx., »**: 1 ^IB^y ^^U 
#BMHTll»IB«»Ufco fiOE»«fc3«j£ ttifttr2 40 
0ml l«PH«fls-t-S4:, Jt±fife*4MW**rtii 

(1 : 1) »£*-eJB*»ifrU 1 OOtfcfc^ 

lR* : 9 9 0 m g , IR* : 6 7 % 
H-NMR (CD30D) : 2. 65 ( 3H, s) x 3.87 ( 3H, s) % 6. 39 
( 1H, s) , 7. 06 ( 2H, d) , 7. 63 ( 2H, d) 
[0106] 3) 2-^PD-3-y7;-4- (4- 

3-S/7V-4- (4 -y h^v^^—zlO -6-y^ 50 



4#5B¥l 0-2 9 9 7 9 
40 

/U-2-fc: o y F>9 9 0mg (4. 3 8 mm o 1 ) \Z.Jr 
>1 Om 1 SrJbPx., 1 2 2«flBa 
#Lfc 0 WETKT**^«[fty>«:«*U 

IRS : 9 0 0 m g , lR*£ : 7 9 % 
MS (ESI. m/z) 259 (MH+) 

H-NMR (CDC 13) : 2. 63 (3H, s), 3.88 (3H, s) , 7.06 (2 
H, dh 7.04 (1H, sk 7.56 (2H, d) 

[0107] 4) 3-y7;-4- (4-* Y**s7 
~M -6-yfvU-2- (3, 4-^l/yv/«-> 

^^y^r-» -t°y v^y^j^ 

7^^yf I^T, tt^t-;U4 0 0 m g (2. 90m 
mol) SrDMFlOmlll^U 6 0 h 
!)^116mg (2. 90mmol) £0°C(-TJ!JP 
X., lfiplBfti^Lfco '-0>!ft. 2-^pn-3-y7; 
-4- (4-y F^ry7x^) -6-y ^-fy 
>5 0 0mg (1. 9 3mmol) SriPx., 8 0°CfCT 

(*#?£ ^^^iRK^/U 3:1) tttU * 

iRi : 2 6 0 m g , lR* : 3 7 % 
MS (ESI. m/z) 361 (MH+) 

H-NMR (CDC13) : 2. 44 (3H, sh 3.88 (3H, s) , 6.01 (2 
H, s), 6.62-6.74 (3H, mk 6.81 (1H, dh 6.95 (1H, 
sh 7.03 (2H, dk 7.60 (2H, d) 
[0108] 5) 4- (4~y Y*i/7^~t\o) - 6 - 

yfvu-2- (3, 4-y ^-uy^^-^ri/^^y ^i/) 

7;u^y#I^T> tfb^f l/yiOml^, 3-y7 
y - 4 - (4-^^y7x^;l/) -6-y^/u-2~ 

(3, 4-^f uyyt*y7i/*i/) -^^^^2 

6 Omg (0. 7 2 2mmo 1) 

yyW/K-')^ lM^fyg?S2. 1 6 m 1 £ 

otc^tJpx., ifictiwifco :^8*imi 

Vrfitflfcx^yu 5:1) fcltfU St»frfr**#fc. 
IR* : 1 9 0 m g , 1R* : 7 2 % 
MS (ESI. m/z) 364 (MH+) 

H-NMR (CDC13) : 2. 42 (3H, sh 3.87 (3H, sh 6.00 (2 
H, sh 6.61-6.85 (3H, m) , 6.98 (2H, dh 7.30 (2H, 
d), 10.2 (1H, s) 
[0109] 6) 4- (4 -y Y*i/7^=-^) - 6 - 
y^yU-2- (3, 4-y fuyv?t*v/7i; +y) 
-h°y v>V-3~^7/U^V^(7)^ 
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4 - (4-y y^ci/y ^-jv) 

(3, l/y^v/7xy -t o y^y- 

Kl 9 Omg (0. 5 2 3 mm o 1) 
5ml, Jfiit:^ f^lOml IZ-Bfr U Tk^T^ 2 - 
^^~7t>2 1 3m g (3. 0 3 mm o 1) , 7; 
Kfifc^ 76mg (0. 785mmol), h 
y^A165mg (1. 83mmol) ^Mfc 

T*«ffr*Lfc. »&Hfc»aEt*5^^o^h^57 10 
>f— (SSiffl? ^PP*yUA : y 9 : 1) K 

IRS : 45mg, : 2 3 % 
MS (ESI. m/z) 380 (MH+) 

H-NMR (CDC 13) : 2. 37 (3H, s) , 3. 77 (3H, s) , 5. 95 (2 
H, sh 6.55-6.73 (3H, m) , 6.85 (3H, th 7.38 (2H, 
d) 

[oiio] mmmi 4 a- {a-/ v*i/y^~ 

}V) -2- (l-t7h^» tVWt 8 y 

- 3 - # Vg£^J& 20 

1) 3 -y77-4- (4-y h^v^m-^) -2 

DMF5mlf, l-t7HH2 3mg (0. 85 
mmol) t6 0%*$ftth!J'?A5 0mg (1. 2 
5mmol) SrJP^fflT?l 5^WHW*L*io 2-^n 
P~3-^7;-4- (4 h^fv-y^^y^) - 6 - 
ynt>t°!J^y2 0 2mg (0. 70mmol) £D 
MF2mlC»»LT«TU *»T 2 tfWflH* Ufc 0 

settdmf i a, mm^^ 

^WL#Wifc«l*«^hy^A^ft«. «EET» 30 

>^D0^=1 : 2) ■?tt«L*»fr&*«rfl' 

IRS : 1 9 3mg (0. 4 9mmo 1 ) N : 6 9. 

6% 

MS (ESI, m/z) 395 (MH+) 

H-NMR(CDC13) : 0. 85-0. 90(3H, tK 1. 45—1. 55 (2H, ro) N 2. 
48-2. 56(2H,mK 3.90(3H, sK 6.94(lH,sK 7.05-7.08(2 
H,d), 7. 26-7. 53(7H,mh 7. 65-7. 68 (2H, d) 
[0 111] 2) 4- (4-^ h + ^7x^) -2- 40 

3-y77-4- (4-y h*v':7a=A') -2- (1 
— f7h*^) -6-7 P Pt>t: 0 !jv ; yi9 3mg 

(0. 4 9 mmol) ^fy5m 1 Cjgft Lifflf 
im\t*S<< y y^TVV M^*1^ 1 . 
50ml (1. SOmmol) SrJPx.^fiT* 2 R#fJ5S# 
Lfc 0 — /H. 0ml, 7k3m 1 SrJPx.2 O^ra 

->!J*Wo-7ls^77>f- Mty:Si^V 50 
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6:1) TggU^t5h°y^>7;U7t KSr# 

ST2-^f;P-2-7T>0. 22ml (2. 08m 
m o 1 ) , 7; Kttlfi 9 0 m g ( 0 . 9 3 mm ol) , 
IfilitM)^16 0mg (1. 7 7mmol) £ 

: y 3 0:1) -C»«L*«fc<g*«r» 

HXS :25mg (0. 06 mmol), : 12. 2 

% 

MS (ESI, m/z) 414 (MH+) 

H-NMR(CDC13) : 0. 73-0. 78 (3H, t) % 1. 38-1. 54 (2H, m) x 2. 
42-2. 48 (2H, t) , 3. 59 (3H, sh . 6. 70-6. 79 (3H, m) , 7. 14- 
7.43(6H,m), 7. 60-7. 63 (1H, d), 7. 77-7. 80 (1H, d) , 7.99 
-8. 02 (1H, d) 

[0 112] Hifcfcll 5 4- (4-y h*5/7x = 
AO -2- (3, L/y^y7x/^^) fc° 

y v^>- 3 -X/V^s&O&tfL 

1) 3-V7/-4- (4-^ h^r^7x^;i/) - 2 - 
fc°y KVfl^fifc 

DMSO40ml ->7/7"feh7 5 Kl. 75g 
(20. 8mmol) lit -7>+v/* !i ^ 2. 35 
g (2 0. 9mmo 1) Ol^DMSOl Om 1 CgSf 
Uc4-^F^>^S7;uft K3. 3 7g (20. 
8mmo 1) Sr*Px.^fi-e3 O^raa^Lfco t-7> 
^>#y £i*7. 05g (62. 8mmol) ^jDx.fc 

Ml : 3 . 5 8 g (15. 8 mm ol) , : 7 6 . 

0% 

MS (ESI, m/z) 227 (MH+) 

H-NMR (CDC13+CD30D) : 3. 89 (3H, s, MeO) , 6. 43-6. 46 (1H, 
dK 7. 02-7. 05 (2H, dh 7. 53-7. 55 (1H, d) , 7.61-7.64(2 
H, d) 

[0113] 2) 2-^pp-3- i/T 7 - 4 - (4- 

t y*i/y 3L~ji>) t°y i/xd^jR 

3-V77-4- (4-n^>7x^) -2-b°y 
K>3. 50 g (15. 5mmol) m^SfkUy 
60ml, N, N-v^^vUT^y ^2. 05ml (1 
6. 2mmol) SrJPx. 1 0 0 tT* 1 . 5B#^PiftL 

iRft : 2 . 46g (10. Ommol) , J|R^ : 64. 
8% 
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MS(ESI,m/z) 245 (MH+) 

H-NMR (CDC13) : 3. 89 (3H, s, MeO) , 7. 04-7. 07 (2H, dh 7.3 
5-7.37(lH,dK 7. 57-7. 60(2H,dh 8. 5 1-8. 5 3 
(1H, d) 

[0114] 3) 3-V-7/-4- (4-n^>7x 
-2- (3, 4-^l/y^y'7xy^v/) 

DMFlOml^, tf^^2 9 8mg (2. 16m 
mo 1 ) id e 0%**^ FD^lOOmg (2. 5 
Ommol) frJg*.aHft-e2 0$Mffll#Lfc. 2-^o 10 

p-3-^t/-4- (4-y h^^x^u) tryj? 

y4 8 9mg (2. Ommol) 5rDMF2ml tgg 

ItX* :406mg ( 1 . 17 mm ol) , Jfc^ : 5 8 . 
6% 

MS (FAB, m/z) 3 4 7 (MH + ) 

H-NMR (CDC 13) : 3. 89 (3H, s, MeO) , 6. 02 (2H, s) , 6. 65-6. 8 

6 (3H, m) x 7. 03-7. 12 (3H, m) , 7. 62-7. 65 (2H, d) , 8. 25-8. 20 

26 (1H, d) 

[0 115] 4) 4- (4-;* h^r'>7xn;l/) - 2 - 
(3, 1/^^^/7x7 

3-y77-4- (4-^ F*'>7x^) - 2 - 
(3, 4-^^U^**i/7aiy*i/) b°yv ? >20 
5 mg (0. 59mmol) ^|Wfl^yi5mlt 

t^SSl. 8ml (1. 8mmol) Sr*Px.^fiT*3 
Bfra«^L/lo *#/—Jl>Q. 5m 1, *lm 1 SriOx. 30 

fc 0 MSrlft^f Oml, 7K5m 1 fcffiWL* 

KT2-^f;U-2-7ry0. 45ml (4. 25m 
m o 1 ) , T 5 Kfitgft 190mg (1. 96 mm o 
1 ) , MMMtit-)- hy^ASSOmg (3. 8 7 mm o 
1) «rJ0i.*a-e3 0^RUW*Lfco tK^Px.. ^nn 

Km : 9 8mg (0. 2 7mmo 1 ) , Ifc* : 4 5. 4 40 
% 

MS (ESI, m/z) 366 (MH+) 

H-NMR (DMS0-d6) : 3. 82 (3H, s, MeO) , 6. 06 (2H, s) . 6. 56- 
6. 60(lH,mh 6. 78-6. 79 (1H, dh 6. 90—6. 93 (1H, d) N 7.06 
-7. 09(2H,dh 7. 17-7. 19(lH,dh 7. 48-7. 51 (2H, dh 8.1 
4-8. 16 (1H, d) 

[01 16] HJ£#J 16 6 -mfvl'- 2 - ( 3 , 4 - 
is* b*i/7*/*i/) -4- (4-^ h^f^7xx 
/U) t°y ^>-3-*^^>^C0^jc 
1) 3->7;-6-xf;U-2- (3, 4-^^H^f 50 
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->7x7^v) -4- (4-^ b^i/y^-fr) try*:? 

DMFSmlt, 3, 4-^ h*S/7x7-;H5 7 
mg (1. 0 2mmol) |£ 6 0 %tK*^^ h ]) V -A 6 
Omg (1. 5mmol) SrJP^L^aT* 1 0 ftm&W L 
fc 0 2-?DP-3->77-6-xf/l/-4- (4- 
^ h^fi/7x^) fc°y^>19 1mg (0. 7 0mm 
o 1 ) SrDMF 3m 1 C8IPLTITU ifitl 1 «F 
JOWLfc. «ET"eDMF«r«*aiajEtt»tJp 

: 3:1) TftSLSJH 

fern : 1 7 6 m g ( 0 . 4 5 mm ol) , : 6 4 . 

3% 

MS (ESI, m/z) 391 (MH+) 

H-NMR(CDC13) : 1. 17-1. 22 (3H, t) . 2. 65-2. 73 (2H, qua) % 
3. 87 (3H, sh 3. 88 (3H, sh 3. 91(3H, sh 6. 78-6. 90 (3H, 
mh 6.95(lH,m) N 7. 03-7. 06 (2H, d) % 7. 60-7. 63 (2H, d) 
[0117] 2 ) 6 -mfvU- 2 - ( 3 , 4 - is* b * 
v^x-y^vO -4- (4-^Jry7x^) fc° y v> 

3-^77-6-xf;l,-2- (3, 4-^F^>7 

=iLj*i/) -4- (4-n^>7i^) fy^yi 

7 5mg (0. 4 5 mm o 1 ) Sr^Vif > 8 m 1 
LS[fi"Tf**fl:^>f y^7;^5-[>A 1M— 
mmi. 35ml (1. 35mmol) *AP^^?fiT^3 
l*BHH*Lfc 0 ^/-/Hml , 7k2ml £j!)P*L 1 5 

mZi/VUf^tv^byyyj- (^fy:S«x 

fvu 4:1) -eKWLafWfc-frttSrftfco 

HXm : 8 6 m g ( 0 . 2 2 mm o 1 ) . : 4 8 . 4 

% 

H-NMR (CDC13) : 1. 16-1. 22 (3H, t) , 2. 64-2. 72 (2H, qua) , 
3.87(3H,sh 3.88(3H,sh 3.9l(3H,sh 6. 73-6. 90 (4H, 
mh 6. 98-7. 01 (2H, d) , 7. 31-7. 34 (2H, d) , 10.26(lH,s,C 
HO) 

[0 118] 3) 6 2 - (3, 4-v^h^r 

i/y=.;*cis) -a- (4-* b*i/y^=-M t°y^ 

3 -%/i'7$>'m<D&f& 

i&ik* f^2raK 7Klml^6 -rn^/u- 2 - 

(3, 4-v^ h^v^x:/ 3r>0 -4- (4-* K * 
v^x^yU) t°!i^-3-7^7t Kl lOmg 
(0. 28mmol) l:*ST2-^;l/-2-^7> 
0. 2 2ml (2. 0 8 mm o 1) , 7$ KfiMfc8 0m 
g (0. 8 2mmo 1 ) , 3Eifi3R»^ h y #A 1 6 Om 
g (1. 77mmol) ZMtl^UV 4 ttMfttt Lfc 0 

b^yy 4— (^pp*W : y — 9 : 1) T* 
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ifcfi : 17mg (0. 04mmol) , iR^ : 2 0. 2 

% 

MS(ESI,m/z) 410 (MH+) 

H-NMR(CDC13) : 1. 09-1. 14 (3H, t) , 2. 52-2. 60 (2H, qua) , 
3.60(3H, sh 3.62(3H,sh 3.80(3H,sh 6. 52-6. 80 (6H, 
mh 7. 32-7. 35 (2H, d) 

[0119] mmmi i 6-^^-4- u-* v 

>Wt0&& 10 
1) 3-v/7y-6-xf;l/-4- (4-^ F^^x 

DMF 5m 1 s 7xy^8 2mg (0. 8 7 mm o 
1) £6 0%*Sffb-J- h!J ^5 5m g (1. 3 8 mm 
ol) SrJPit^aTfl 5 5Mffl»#Lfco 2-^pp-3 
-v'7;-6-x^-4- (4-^ h*i/7ai=.yV') 
,t°!)i/yi7 1mg (0. 63mmol) 5rDMF 3 m 
lt**LT«TU ^ST* 1 0fe«# Lfc 0 iETtD 
MF 1 JBSafflttlDx., ftKxfyK*a(ij 

«l«r**«Hfc+hy ?A"eft», *flET»*Lfc. K 20 

^ 6:1) T?»»L*Bffc£»£#fc 0 

1R» :74mg (0. 2 2 mm o 1 ) , Jfc^ : 3 5 . 8 

% 

MS(ESI,m/z) 331 (MH+) 

H-NMR(CDC13) : 1. 16-1. 21 (3H, t) , 2. 65-2. 72 (2H, qua) , 
3.88(3H, sh 6.95(1H, sh 7. 03-7. 06 (2H, d) , 7.20-7.28 
(3H,mh 7. 38~7.44(2H,mh 7. 61-7. 64 (2H, d) 
[0 120] 2) 6-^^vW-4- (4-^ Y 

3-i/7;-6-xf;V-4- (4 h ^rv^ ^ 
/W) -2-7xy^'>t°!Jv ? y74mg (0. 22mm 

ol) ^yf y 5m l LSfiT«^ 

f/UT^^^lM^fyMO. 7ml (0. 7 
mmol) 4rlP*.*a"e2l$BHl^Lfco *9J—fl' 
0. 5ml, *lml*JPil5»IB«*fLfc 0 aaRSr 

K 7k lm lfc»#L*»T 2-^^-2 -y^V 
0. 2ml (1. 8 9mmol) , 75 KiSK7 5mg 40 
(0. 77mmol) , SS*8t H) ^ 1 5 1 m g 
(1. 6 7mmol) ^ii?STM 0^f«Lf: o 

h^yyj— p o^yl^A : ffs—ju 9:1) 

Jft* :32mg (0. 0 9mmo 1 ) N JR^ : 4 0. 9 

% 

MS(ESI,m/z) 350 (MH+) 

H-NMR(CDC13) : 1. 09-1. 14 (3H, t) , 2. 52-2. 63 (2H, qua) , 50 
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3.62(3H, sh 6.68-6. 77 (3H,m), 6. 97-7. 06 (3H, m) , 7.13 
-7.22(2H,mh 7. 33-7. 36(2H, d) 

[0121] mmmi s 6-^^-4- (3, 5- 

i// Y^i/y^=^jv) -2- (3, 4 -^f i/y^t^r 
'>^^^yu^-^V) try v?^-3-*/usR^it«>#j* 
1) 1- (3, K^S^a-AO - 1 

3, 5-^F^r^yX7;Urt Kl. Og (6. 0 
mm o 1 ) N T± V—slsh V y ^^sl'frXft—VJ* 9 
n U K2. 6 g (7. 3mmo 1 ) , thiJ^xh^ 
->K5 0 0mg (7. 3 mmol) / 10m 

1C*#L, 7;u^y?BaTSIT, 1- 5BSUB«# 

/Ur^drf-V 1 : 3*»5>1 : 1) UttL^JHffr&ttS: 

JR* : 1 . 0 0 g x : 8 0 . 0 % 

MS(ESI,m/z) 207 (MH+) 

H-NMR(CDC13) : 2. 38 (3H, sh 3.82 (6H, sh 6.52 (1 
H, mh 6.66 (2H, mh 6.65 (1H, d) % 7.42 (1H, d) 
[0122] 2) 6-^f/U-3->7y-4- (3, 

5- ^^y7x^) - 2 -t°y ¥l/(DS$L 
7VU:=f>#HMT\ iSt*y7 7 Ti? h7 5 K4 1 Om 
g (4. 9mmol) , t -7>^r^ U ^5 5 Om 
g (4. 9mm o 1) (DDMS05m 1 1 - 

(3, s-i/t y*i/7 3L~jv) - 1 -yfy-3-t 

^1. 0 g (4. 8mmo 1) CODMSOl 0m 1 
il55)f«t5 0 t-^l^y^l. 63g 
(13. 3 mmol) ^iBt 1^181^!) y^t 

Ifc* : 9 6 0 m g , : 7 4 . 0 % 

MS(ESI,m/z) 271 (MH+) 

H-NMR(CDC13) : 2. 50 (3H, sh 3.84 (6H, sh 6.28 (l 
H, sh 6.58 (1H, s) N 6.71 (2H, s) 
[0123] 3) 6-^5vU-3— >7V-4- (3, 
5 Y**s7^~fr) - 2 - $ p p fc° y >? V(D^$L 

6- ^f;U«3-i/7;-4- (3, 5-v^h3rv-:7 
:n~/W) -2-t°y KV9 6 Omg (3. 6mmol) 

&**ismt])>l 0m 1 t*)HLl o ot-e-mta^ 

IE* : 8 6 Omg 
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MS(ESI,m/z) 289 (MH+) 

H-NMR(CDC13) : 2. 65 (3H, sh 3.85 (6H, sh 6.60 (1 
H, t) % 6.68 (2H, d), 7.23 (1H, s) 
[0 12 4] 4) 6-^^-3-'>77-4- (3, 

5- i?t h^-isy^-jU) -2- (3. 4~^^U>v ; 

tt^U4 9 0mg (3. 5mmo 1) , h 

7. Ommol) J; fj ffr£ L/c^ ^ / ^ tVOD 
MF 1 Om 1 SiC6-^f;V-3-^7;-4- 10 

(3, v^r^y^^jv) >>> 

8 6 OmgtDMF 10ml i^#?LTJn£T^=*># 
H£CT^fiTll$ra«#1-So «BET*jK«:9*L, ft 

fek ^* ^> A L«JE T*« Sr W*1" 5 . 

(B**^ : 1 : 3) fc#L*Mb£*fc 

IR4: 70mg, lR^: 6-^f;V-3-^7/-4- 
(3, 5-vo« h^v/^cc^yu) -2-fc°y K^ct «9 4 20 
9. 8% 

MS(ESI,m/z) 391 (MH+) 

H-NMR(CDC13) : 2. 45 (3H, sh 3.86 (6H, s), 6.02 (2 
H, s), 6.59 (1H, th 6.67 (1H, ddh 6.74 (3H, m), 
6.82 (1H, dh 6.97 (1H, s) 
[0 12 5] 5) 6-y^/V-4- (3, 5 — ^ h^r 
y7x^/l/) -2- (3, 4-^^U^v^^-^rv/^^^ 
)Vjsr**s) try ^y-3-7;i^t Ka^fifc 

6- ^f^-3-v'7;-4- (3, S-v^h*^ 
^A<0 -2- (3 X 4-^f Uy^^rv/7^^t 30 

fc°y v^^7 Omg (0. 18mmol) ^^if 

y^7^S^^ lM^fyMO. 55ml 
(0. 5 5mmol) StAT^So fflTC 2 P*|IM»# L 

7>f- (i»x^:^*tV 1 : 3) Kf*L*BflS 

£il±»»*-f f-EJlT^RJC t ffl V x 5 0 40 
IRS : 6 Omg 
[0 12 6] 6) 6-^^V-4- (3, 

-2- (3, 4-^^-U>v ? ^-^rv'^ai^ 
^t^r'» b°y i?>-3-%J\'7$>m<D&$ l 
6-y^yU-4- (3, 5-v^> |>^i/7x^V) -2 
- (3. 4 ^l/V^^v-^ni^/V^-^r^) h°y^ 
y-3-7;Uft K6 Omg^Ift^f uy2m 1 , 7k 
lmll^iU 0°CT2-^^;l/- 2~^T->0. 1 
ml ( 0 . 9 4 mm o 1 ) , 7; KtiEtt 2 0 m g ( 0 . 
2 lmmo 1 ) , h!J^60mg (0. 5 50 
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2mmol) **PXL^StML-C3 0»Ma#-r5o B 

T*«*«*i-5o #&*tfc»itts/y*yymwi^p 

■^h^97>f- (Rlt^/U : 1:1) l-tt 

JR* : 6mg. JR*: 6-^f/U-3-^7/-4- 
(3, 5 -So* h^v^ai^/U) -2- (3. 4-^ 
U^^^-^rv^^^^/^^^) t°y^>J:9 8. 1% 
MS(ESI,m/z) 410 (MH+) 

H-NMR(CDC13) : 2. 41 (3H, s), 3.77 (6H, sh 5.98 (2 
H, s), 6.48 (1H, brh 6.58-6.62 (3H, m) , 6.70 (1H, 

m), 6.76 (1H, dh 7.89 (1H, s) 

[0127] 19 6 - * ?7U- 4 - ( 4 - (2 

— Oi?A>tti/=c> h*S/) -3-^ h^^7x^;l/) 
-2- (3, 4-^f I/>v ; ^>'7x^/U^^) fc° 

y "si/- 3 

1) 4- (2-t Kp*'>i h*>0 -3-^ h3rv"< 

y y 1. 52g (10. Ommo 1 ) , ni^u^* 
-^-fO. 7ml (10. 5mmo 1 ) . JKH#y 
38g (10. Ommol) (DDMFlOml 

^*7;^yfiIT 9 0TC-C2HIB8BM-5. 

*R* : 1 . 1 7g, 59. 6 % 

MS(ESI,m/z) 197 (MH+) 

H-NMR(CDC13) : 2. 35 (1H, br) , 3.93 (3H, sh 4.06 (2 
H, br t), 4.24 (2H,t), 7.11 (1H, d) , 7.43-7.47 (3 
H, mh 9.85 (1H, s) 
[0 12 8] 2) 4- (2 -^<l/i/jVjr*i/^ h=^r'» 
-3-> F^^yX7/i/rt KtfV&ric 
4- (2-fc: Kp*'>x -3-n^y^yX 
7/Vft Kl. 1 7 g (6. Ommo 1 ) £DMF 1 0 

miwu T/w^v#iamT, or^Tk^k^hy 

^2 9 0mg (eoyo^^r^^a^ 7. 
3mmo 1) , |ft^>y^O. 8 5ml (7. 1mm 
o 1) £JP;L2 OftmW-tZo »ET*«E«:«*L** 

So tl^aS5:v'y^^7A^pvF^77^ 

1R» : 1 . 5 6 g , 1R^ : 9 0 . 8 % 
MS(ESI,m/z) 287 (MH+) 

H-NMR(CDC13) : 3. 90 (2H, m) , 3.93 (3H, s), 4.29 (2 
H, th 4.64 (2H, s) N 7.01 (1H, d) , 7.25-7.36 (5H, 
ra) N 7.40-7.45 (2H, m) % 9.85 (1H, s) 
[0129] 3) 4- (4- (2— <y^t*v/x h 
-3-^ h^r^^^n^) ~ 1 -7r>- 3 
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>XT/\sft Kl. 5 6 g (5. 4mmo 1 ) , Tir h 
^oi^i;l/^^^:^ir>A ^pjj K2. 32g 
(6. 5mmol) , t h!J ^xf*^K4 5 Omg 
(6. 6mmol) ^^-/HOmU^dU 7 

-T5o «BET»«E*«*L#e>ix5aiaESri/y 10 

2) fcf*L*JWfr&**»fc„ 

Ifclk : 1 . 3 0 g , i|K$ : 7 3 . 8 % 

MS(ESI,m/z) 327 (MH+) 

H-NMR(CDC13) : 2. 37 (3H, s), 3.85-3.90 (2H, m) % 3.9 
0 (3H, s). 4.25 (2H, t), 4.64 (2H, sh 6.60 (1H, 
dk 6.91 (1H, dh 7.08 (1H, s), 7.09 (1H, dd) s 7.2 
5-7.38 (5H, mh 7.45 (1H, d) 
[0130] 4) 6 - ^ 3 - i/T / - 4 - (4- 

-3-* b*is? = ~ 20 

;u) -2-fc°y 

T/l^>»HflT, IflT^T /TirhT? K 3 4 0 m 
g (4. Ommol) , t -7 h 3r !i »> A 4 5 0 m 
g (4. Ommo 1) ^DMS05mliit4- 

~/W) - 1 -7r>- 3 -Jrl/ 1 . 30 g (4. 0 mm 
o 1) ^DMSO10ml^Dil55>rWt5 o t 
35g (12. Ommol) £r 

«#Lfc«L l^^^7k^TJPx.WtUL^|g H e a ^ 30 

1R* : 1 . 2 5 g , JR4* : 8 0 . 0 % 
MS(ESI,m/z) 391 (MH+) 

H-NMR(CDC13) : 2. 48 (3H, s) N 3.86-4.00 (2H, m), 3.9 
4 (3H, sK 4.28 (2H,t), 4.65 (2H, s) , 6.28 (1H, 
s), 7.00 (1H, d), 7.20 (1H, m), 7.20-7.40 (6H, m) 
[0131] 5) 6-^f^-3-^7/-4- (4- 
(2— <>^**ix3: b*is) -3-t h*i/7*-~ 
}\») t°y \?*S<D&$L 40 

3— >tv-4- (4- (2— 'OVtvur 

yi. 2 5 g (3. 2mmo 1 ) VI 0 

mlt^L10 0tt*5BtWt5o **5/*fcy 

t5 0 «flET*«SrS*LSH^ftS:#fc 0 rot (7) 
IR* : 8 7 O m g 

MS(ESI,m/z) 409 (MH+) 50 
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H-NMR(CDC13) : 2. 64 (3H, s) N 3.94 (3H, s) , 3.80-4.0 
0 (2H, mk 4.28 (2H, th 4.66 (2H, s), 7.03 (1H, 
d) N 7. 10-7. 40 (8H, m) 
[0 13 2] 6) 6~^f;l/-3-^7/-4- (4- 

/U) -2- (3, 4-^f l/y^^7x^t+ 

-felJ^e— /U4 4 Omg (3. 2mmo 1) , ^BW^r h 

6. 2mmol) <fc 0 flSfifc L/c? * y * > hV 
MF10ml»l:6-^f^-3-'>7y-4- (4 

- (2"^<V^^-^^zc h^ri/) -3-^^'>7i 

-2-^PPfc°!iyy8 7 Omg5rDMF 1 Om 

1:1) fc:ttL*«fc£**#fc 0 

ifc»: 2 6 Omg, : 6-^f;U-3-^77-4 

- (4- (2-<yy;i/^yxh^y) - 3 -y h=fr 
v^x^/W) -2-t°y KVct 9 1 5. 9% 
MS(ESI,m/z) 511 (MH+) 

H-NMR(CDC13) : 2. 45 (3H, s) , 3.90 (2H, t), 3.95 (3 
H, s), 4.28 (2H, t), 4.65 (2H, s), 6.02 (2H, s) % 
6.67 (1H, dd) x 6.74 (1H, dh 6.82 (1H, d) x 6.96 (1 
H, s) N 7.05 (1H, dh 7.19 (1H, dd), 7.20 (1H, dh 
7.28-7.40 (5H, m) 

[0133] 7) 6-y^/U-4- (4- 
/l^^v^- h^>) -3-^ b^rv'7xn;l/) - 2 - 

(3 N 4-y fuy>?t*^7x^t*v/) try^^ 

- 3 -7/Uft K 

6-^f;l/-3-y7/-4- (4- (2— <y^;Ut 
^v-^h^vO - 3 Y*"y7 -2- (3, 

4 -y f l/y^t+^x^^v/) t°!li/y2 6 0 

mg (0. 5 1mmol) Sr^^if > 3 m 1 l^jj? L7 
lM^f^Sl. 5ml (1. 5mmol) 4rMT 

«iSi-5o «JK*r«rWET«*L#e>ixfca««r5/y* 
J\s% 7 J*?xi-*y If y7 4— (W^SIt^^:^^> 
1:1) tftL*Hfc-a*«:»fc. r^tc7)tt5>«iaiS 

iRm : 1 6 Omg 
MS(ESI,m/z) 514 (MH+) 

[0 134] 8) 6-^A—4- (4- (2— 
;Ut*>'xh+^) -3-^K^7x^/l/) - 2 - 

(3, 4-^ fl/ym>'7x^^'» t°!Jyy 
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6-^^-4- (4- (2— O^^-^rv^^ h 
v-) -3-^ N^rv^^^/U) -2- (3, 4-^^U- 
y^'>7xn;mv/) h: 0 ]) i/ls— 3 -7;Vft K 
1 6 Omg $rig{t^^l/>-2m U *lml t£jgfl¥U 
0°C-C2-^^-2-y-r>-0. 2 3ml (2. 2m 
mo 1 ) , T ^ 5mg (0, 4 6mmo 1 ) , 

ffi£§tfl£-J" M^125mg (1. 1 mm o 1 ) Sr^JP 

x.^atM i B#rat#M-5. i»3i^u-e«mi lss 

f tl 1 ^ y * >r'^|| ^ p v h ^ 7 7 (ft 

«xf/u : ^t> i : i) izHLmmit^^m 

fee 

iftS : 1 0 5mg, : 6 ^VU- 3 —isT J - 4 

- (4- 

■/7x^/V) -2- (3. 4- 
Ao^v-) fclv^yiO 3 8. 
MS(ESI,m/z) 530 (MH+) 
H-NMR(CDC13) : 2. 40 (3H, s) , 3.80 (3H, 
0 (2H, mh 4.18 (2H, br tk 4.62 (2H, sh 5.98 (2H, 

sh 6.62 (1H, ddh 6.72 (1H, dh 6.76 (1H, d) , 6. 
88 (1H, sh 6.90-6.94 (1H, rah 6.98-7.02 (2H, sh 
7.20-7.40 (5H, m) 

[0 13 5] ^J£#J2 0 6-^^-4- (4- (2 
-tKn^h*^) - 3 h^r^7x^) -2 

- (3 N 4-^fuym^7x^vt^'» ey>> 

>- 3 

6 -7^ A— 4- (4- 
v/) -3-^ F^r^/7xx;u) - 2 - (3, 

8 Omg (0. 15mmol) J — MzW$ L 1 

u^Y $"7*7 4— (9 p njfcywi* : ^ ^ y — 9 : 1 

IRS : 2 0 m g N IK* : 3 0 . 1 % 
MS(ESI,m/z) 440 (MH+) 

H-NMR (CDC13) : 2. 38 (3H, s) v 3.46 (1H, sh 3.62 (3 
H, s) , 3. 98 (2H, br) , 4. 14 (2H, br) , 5. 95 (2H, 
sh 6.62 (1H, ddh 6.70 (1H, dh 6.73 (1H, dh 6.8 
6 (1H, sh 6.92 (1H, dh 7.02 (2H, m) 

[0136] jgjttftl 21 4 ~ ( 2 - ( 2 *Vit 

^i/^L h*i/) -4-7 Y^r^y^-M - 2 - (3, 

1) 2- (2-'<>i/;l'sj-3ri/^h*Z/) -4-7 

Ift^f UyiOOml^ 2-^Vi/^dr^^y 
—A- 3. 8 3g (2 5. 2mmol) N 7 ^ VJXyU/fc 
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i?P7^K3. 9ml (50. 4mmol) , hV^ 
f^T5>7. 7ml (55. 2mmol) Sr^S"C 1 

fc Q SaSS:DMF 5m 1 ^^*¥L, DMF5 0ml^t 
2-h Kn^ri/-4-^ h^y^yX7;Uft K3. 1 
Og (2 0. 4mmol) t 6 0 %7klt{t:^ h y 8 
88mg (22. 2mmol) Sr^fiT* 2 0 5)f*lS# L 

?yyj- 4:1) -CflfaiL 

Ik* : 3 . 86g (13. 5 mm o 1 ) . : 66. 

2% 

H-NMR (CDC 13) : 3. 84 (3H, s) , 3. 86-3. 90 (2H, m) , 4. 22-4. 
26(2H,mh 4. 63(2H, sh 6. 44-6. 58 (2H, m) , 7.26-7.39(5 
H,mh 7. 81-7.84(lH,d) N 10. 34-10. 35 (1H, d) 

20 [0137] 2) 1- (2- (2 Y 

-4-7 Y*~» 7i^-l-7r>-3-t 

Tir Y=^jV V y ^^^/U/^X/^^^A ^d!) K6. 2 
5 g (17. 6mmo 1 ) , ^ Y ]) $ Ax J> ^ > K 1 . 
2 0 g (17. 6 mm o 1 ) £ 2 - (2 -^y^t* 
voih^rvO -4-7 h^^yXT^ft K3. 8 6 
g (13. 5mmo 1 ) 7 — 1 4 0ml ^7? 3 

mzmx.. mm^^mtn^mm^m^m^ y y 

30 ^Atm ®ffiTfi^L/c: 0 ajtSr'>y*y^n-r 
h^9:7-f- 4:1) 

IR* : 3 . 7 0 g (11. 3 mm o 1 ) , : 8 3 . 

9% 

MS(ESI,m/z) 327 (MH+) 

H-NMR (CDC13) : 2. 31 (3H, sh 3. 81 (3H, sh 3.88-3.92(2 
H,mh 4. 20-4. 24(2H,mh 4.65(2H,sK 6. 47-6. 56 (2H, 
m), 6.68-6.73(lH,d), 7. 26-7. 39 (5H, ra) x 7.47-7.50(1 
H,dh 7.81-7.86(lH,d) 
40 [0138] 3) 4- (2- (2-^y^t^yxh 
Jr>» -4-/ Y^^y=nzz/u) - 3-y/y - 6 - ^ 

^u-2-try K^o-frj* 

DMSO20ml^ v'T 7 Tir K9 5 3mg 

(11. 3mmol) l:t-^F^y*5^1. 27 
g (11. 3 mm o 1 ) o^T'DMSO 10ml 
Ltz 1 - (2~ (2-^yy;^yxh^y) -4- 
^^^ri/) 7x^;l/-l-7Ty-3-ty3. 70g 
(11. 3mmol) *:JP*.aa"e3 0»IB«»Lfco 
t-yh^^!i^3. 90g (34. 8mmol) 

50 srjnitfc*, »*^4:2^ra^y >^Lse>i^a 
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iRt : 4 . 0 5 g (10. 4 mm o 1 ) . »R*P : 9 2 . 
0% 

MS(ESI,m/z) 391 (MH+) 

H-NMR(CDC13) :2.62(3H,s), 3. 75-3. 90 (5H, m) , 4.21-4. 
25 (2H, m) > 4.56(2H,s), 6. 44-6. 68 (3H, m) , 7.24-7.42(6 
H, ra) 

[0139] 4) 4- (2- (2— <V5/yV-**'>3i h 10 

pp-3-^T7-6->^h: 0 !; ^>-^^/tSc4- 
(2- (2-^>v ? yW^-*V^ h^r>^) -4-^ h=^> 
7xn;l/) -3-v'7y-6-^f;l/-2-t 0 !j K> 
4. 05g (10. 4mmol) lilrt* iXfrfky ^3 0 
ml, N, N-^f;U7^y>l. 3ml (10. 3 
mmol) StJPpLI 0 O'C'Tf 2«pWJPfft Lfc 0 *-*v1fi 
fky >^@*^7KSriPx.^-x/Wov>T^^^/UT*tt 

*s*«b^ h y «ffT*«Lfc 0 ?s«£*t 20 

IR* : 3 . 0 2 g ( 7 . 3 8 mm ol), 1R$ : 7 1 . 
0% 

MS(ESI,m/z) 409 (MH+) 

H-NMR (CDC13) : 2. 55 (3H, s) % 3. 76-3. 88 (5H, m) . 4. 20-4. 
24(2H,mK 4. 52(2H,sh 6. 59-6. 79 (3H, m) , 7.19-7.40(6 
H,m) 

[0140] 5) 4- (2- h 

-4 F*->7x^) -3-V77-2- 
(3, 4-^ ^U^^v^^y 30 

DMF 3 0m 1 ^ ir^— /H . 14g (8. 2 5m 
m o 1 ) t6 0 %7kStft;-t- M^2 8 0mg (7. 0 
mmol) SrJqx.^STl 5^Wai*Lfco 4- (2- 

yW) -2-^nD-3-^77-6-^f^t 0 !i v/y 
3. 02g (7. 38mmol) &DMF2 0mltg 

»LT«TU Sa-t?7NFW«if Lfcc 6 0%*»ftt 
Mi^2 5 0mg (6. 25mmol) £iiJnL£k 

K2R£ra«#Lfc 0 »£ET-eDMF«r«*«2asB t& 40 

h^^- : ttMfcn^vV- 4:1) T»» 

iRlfc :546mg (1. 07 mm o 1 ) , lR^ : 1 4 . 
5% 

MS(ESI,m/z) 511 (MH+) 

H-NMR(CDC13) :2.38(3H,s), 3.84(3H,sh 3.81-3.87(2 
H,mK 4. 22-4. 26(2H,mh 4.54(2H, s), 6. 00(2H,s), 6.5 
8-6.64(3H,mh 6. 70-6. 72(1H, dh 6. 77-6. 80 (1H, d) , 6. 50 
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96(1H, sk 7. 23-7. 30(6H,m) 

[0141] 6) 4- (2- (2 h 

-4-^ h*'>7x^U) -2- (3, 4-^ 

4- (2- (2-^^^**i/^h*-» -4-^h 
+ ^7x^1 -3-V77-2- (3, 4-^^U> 

i>Hr*i/y ; -6-^f;ut p !)^5 4 0mg 

(1. 0 6mmol) y 1 Om 1 C^HLtfi 

-c**fc^>f y^f/ur^s=!?AiM^*ty»« 

3. 2ml (3. 2 mmol) *MxMM.-? 2 . 5 R#[ffl 
mWLtz 0 ^/-;Hm 1 , *2ra 1 SrJq*. 1 5 

3:1) -e»»L«aift-&*Sri»fc. 

IRS :242mg (0. 47 mm o 1 ) , iR^ : 4 4 . 
5% 

H-NMR (CDC 13) : 2. 39 (3H, s) x 3. 69-3. 72 (2H, t) , 3. 83 (3 
H, s) , 4. 09-4. 13 (2H, m) , 4. 49 (2H, s) , 5. 99 (2H, s) , 6. 5 

3- 6. 62(3H,m) > 6. 67-6. 68 (1H, d) , 6. 75-6. 78 (1H, d) , 6. 
81(lH,sh 7. 13-7. 16(1H, d), 7. 21-7. 32 (5H, ro), 10.18 
(1H, s) 

[0142] 7) 4- (2- 

=^y) -4-^ h*i/7 3:=yl/) -2- (3, 4-^ 

£(Wf^4raU 7k2mifM- (2- (2 

i/jvUr^i/^Y**/) -4-/ F^y7x^;v) -2- 

(3, 4 -p^l/l/v^^v^^y 
t°yyy-3-7;Uft K2 3 8mg (0. 4 6mmo 
1) t*»T2-^^-2-7 f 7 l yO. 4 5ml 

(4. 25raraol),7; K«tK 1 5 Omg (1. 5 
4mmo 1 ) , WAMSt-t hy^A300mg (3. 3 
2mmo 1) e0x.©£T'3 0#Pfljg#Lfc o tK£JD 
^ ^ p d tiffi LWiI^i*i6it h y 

T*ft», «JET»«Lfco »aES:^y*y^D-eh^ 
7 7 J- (^DD3jx;Uix : ^^y— 2 5:1) Tffl 

1R* :202mg (0. 38 mmol), : 8 2 . 

3% 

MS(ESI,m/z) 530 (MH+) 

H-NMR (CDC13) :2.38(3H, sh 3. 70-3. 73 (2H, t) , 3.78(3 
H,sk 4.07-4. 09 (2H,tK 4. 52 (2H, sh 5. 96 (2H, sh 6.4 
7-6. 57(3H,m), 6. 63-6. 64 (1H, d) , 6. 70-6. 73 (1H, d) , 6. 
83(lH,s), 7. 17-7. 30(6H,m) 

[0 14 3] HJ£#i]2 2 4- (2- (2-fc KP^y 
^h^vO -4-> h^iyy^^M -2- (3, 4- 

4- (2- (2-^<V^l/^S/3:h*S/) -4-^h 
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$r-yy -2- (3, 4-^fl/^**v'7i 
-6-^f;H: o y^-3-*;l/*>il78 
mg (0. 3 4mmol) £: 1 0 % P d - C#ffiT\ > 
* / \ 0 m 1 * »ff*##IftTSI"e 1 L 

fern :112mg (0. 26 mm o 1 ) , Jfc^ : 7 6 . 
1% 

MS(ESI,m/z) 440 (MH+) 

H-NMR(CDC13+€D30D) : 2. 40 (3H, s) . 3. 36-3. 39 (2H, m) „ 
3.84(3H,sh 4.01-4.07(2H,m), 5.97(2H,s), 6.48-6.64 10 
(3H,m), 6. 70(lH,sK 6. 76-6. 79(1H, dh 6. 82-6. 83 (1H, 
d) s 7. 19-7.22(lH,d) 
[0144] HJfc09 23 6- (2-7!);U) -4- 
(4-^ h^Wx^V) -2- (3 N 4 -^fl/yv 5 

1) 2- (3- (4-;* b^ci/y^^M - 2 -/n^ 

2-7^77^1. 1 0 g (10. Ommo 1) , ■ 

p-7^^7;l/ft Fl. 2 2ml (10. Ommo 

1) (7)THF2 0mlS«laI£7kiftthy i )^ 20 

»^ ^* i/ty J* -ett»*«ffiT*«E*«* L?ig Sr > y 

> 1:3) fc{*L*Bfc£**#fc 0 
Jftft : 1 . 1 0 g , JlX* : 4 8 . 2 % 
MS(ESI,m/z) 229 (MH+) 

H-NMR(CDC13) : 3. 86 (3H, s), 6.58 (1H, dd) , 7.31-7. 
34 (2H, m), 7.61 (2H, d) N 7.64 (1H, mh 7.85 (1H, 
d) 30 
[0145] 2) 3-V-7/-6- (2 -7!^) -4 

- (4-y h^ri/7^^^) -2-fc°y K>0£^5c 
T^^>#H^T> lfflT->7y7t F75K410m 
g (4. 9mmol) , t-T'h^li !)A5 4 Om 
g (4. 8mmol) ©DMS05m 1 2- (3 

- V*i/y -2-7 P n^y/^;V) 7 
7^1. lOg (4. 8mmol) <Z)DMS015ml 

2g (14. 4mmol) ^Ml»i^y^ 

^r» 0 K*»ffl^Ti0#ra«^Lfc^, imm^ 40 

421: : 1 . 1 8 g , i\Stm : 8 4 . 1 % 
HS(ESWz) 311 (MH+) 

H-NMR(CDC13) : 3. 89 (3H, s) x 6.69 (1H, m) N 6.83 (1 
H, sh 7.06 (2H, d) N 7.55-7.72 (4H, m) 
[0146] 3) 6- (2-7y^U) -3-V/7/-4 

- (4—^ h^rv^7x^) -2-?pnb°y^y^ 

fiSc 50 
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3- y7/-6- (2-7y/U) -4- (4-*h**> 
7^yU) -2-f!)Kyi. 18g (4. Ommo 
1) ^t^r v/fift y > 1 0 m 1 « L 9 0°CT'Hll 

iRm : 7 2 Omg 
MS(ESI,m/z) 311 (MH+) 

H-NMR(CDC13) : 3. 89 (3H, sh 6.61 (1H, dd) x 7.06 (2 
H, d), 7.31 (1H, dd), 7.61 (1H, mh 7.63 (2H, dh 
7.68 (1H, s) 

[0147] 4) 6- (2-7y;U) -3-WV-4 
- (4~y b^-^y^^M -2- (3, 4-^^UV 
^^7^/l^^;>) t°y>?y(Z)^ 
tf^;U3 2 0mg (2. 3mmol) , *|ftth 
y^l90mg (6 0%*-<^7 r ^^— v^a >\ 
4. 8mmoi) «t 9 MLfc7i J ^CDD 
MF10ral»6- (2-7 ]) M -3-^77- 

4- ( (2— <y^t*Vx -3-^ 
7^/U) -2-^nnt°yi;y7 2 0rageDi7/l/ 
=^^#H«TSa-e3 0»RHIW"r5o «ffiT«fflESre 

J&fi : 3 4 0m g> : 3-^77-6- (2~7y 
/u) -4- (4-y h^^>7o:^yU) -2-b:°y F>i 
9 17. 2% 
MS(ESI,m/z) 413 (MH+) 

H-NMR(CDC13) : 3. 89 (3H, sh 6.03 (2H, sh 6.58 (1 
H, ddh 6.72 (1H, dd), 6.81 (1H, d) , 6.83 (1H, 
dh 6.92 (1H, dh 7.06 (2H, d) % 7.47 (1H, sh 7.52 
(1H, mh 7.68 (2H, d) 

[0148] 5) 6- (2-7y;U) -4- (4-*h 
^rV7x^) -2- (3, 4-^fuyy^Wx 

try i/y-3-7/u-rl: K©^j* 
6- (2-7y/U) -3-y7;~4™ (4-^h*S/ 
7^^7U) -2- (3, 4- J^Uyi/j-lri/y 
t^v) t a yyy3 4 0mg (0. 8 2mmol) £^ 

jty^uvi om i \z.mm^Tju^>mm%TMx^ 

Mikity V^7/K lM^t>«2. 5 
ml (2. 5mmol) *MT1~5o SST 1 WfIBSB* 

u# e> iMtfflst* y y * ^a/* 7a^vf^7 

7 ^ — p d Tfc/U A : ^ ^ y — 10 0:1) (^{^t 
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IR4 : 1 8 Omg 
MS(ESI,m/z) 416 (MH+) 
[0149] 6) 6- (2-7 VM "4- (4-7 b 
*i/7zi~;U) -2- (3, 1/>^'>7x 

6- (2~^y/V) -4- (4-7 h^r^x^yl/) - 
2- (3, 4 -^^U^^^rv'^^^/U^-^i/) t°y 
v^- 3 -TyU-rfc K 1 8 Omg £*£{t;7 ^ 4 m 
1, 7k2mltSiU 0°CT2-^^-2-y-r> 
0. 3ml (2. 8mmo 1) , 75 Kfi!ti60mg 

(0. 6 2mmo 1 ) , h !i 1 70mg 

(1. 5mmol) SriOx.^atjgLTl«Fre«»i- 

mmtv-vVy^yj— (fttt^^:^**^ 1 : 
1 2SSH) tftL*Hfli^*S:ftfc. 
1R*: 5 0m g> JR* : 6- (2-7 yjV) -3-V-7 

7- 4- (4-7 h^rv^o^/U) -2- (3, 4-7 

f i/y^^yx^t^rv/) t°y 2 7. o 

% 

MS(ESI,m/z) 432 (MH+) 

H-NMR(CDC13) : 3.81 (3H, s), 5.99 (2H, s), 6.45 (1 
H, ddh 6.67 (1H, dd), 6.76 (1H, dh 6.78 (1H, 
sh 6.83 (1H, dh 6.94 (2H, dh 7.38 (1H, sh 7.46 
(2H, d) N 7.47 (1H, ra) 

[0 15 0] HJ609 2 4 5-^d^-4- (4-7 h 
*i/7sL~/V>) -6-7fvl"-2- (3, 4-7^1/7 

^^xy^ri/) -try ^^-3-*/^>it^ 

1) 5-7p^-3-^7;-4- (4-7 Kv^7x 

7^^yfiIT> 3-V/7/-4- (4-7 h^v^ 
-6-^;U-2-t°!)Kyig (4. 42m 
mol) SrESi^ilOmll^U NBS1. 5 

7 g (8. 8 4mmo 1) , AIBN1. 45g (8. 

8 4mmol) lOOttt, 1 2 R#Hft# 

JR* : 3 7 0 m g , IR* : 2 6 % 
MS (ESI. m/z) 319 (MH+) 

H-NMR (CDC 13) : 2. 65 (3H, s) , 3. 88 (3H, s) , 7. 03 (2 
H, d), 7.32 (2H, d) 
[0151] 2) 5-yu^-2-^P-3-^7y 

-4- (4-7 v^ci/y^-M 

5-7°P^-3-y7/-4- (4-7 h^r^^^^ 
A) -6-^^U-2-t o y K>3 7 0mg (1. 16 
mmol) tt^y^kUySml^iOx., 120°Ct- 
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*, iaip**tt*"eiis»ca5i*i-5o #s*«^^->£^ 



50 



1R» : 3 8 0 m g , JR^ : 9 7 % 
MS (ESI. m/z) 338 (MH+) 

H-NMR (CDC13) : 2. 66 (3H, s) , 3. 88 (3H, s) , 7. 02-7. 
05 (2H, m), 7.27-7.30 (2H, m) 
[0152] 3) 5-7^^-3-^77-4- (4- 
7 h^rv^^A) -6-/^^-2- (3, 4-^f 
L/y^>7x7*v/) -t°y V>(D&$L 
7/^'y#llT, tt^;H8 7mg (1. 3 6m 
mol) SrDMFlOmltg^U 6 0%*ifttF 
y^iN54mg (1. 36mmol) % 0V,\Z-XlB7L^ 
H*IB«^L*io -£>SL 5-7^^-2-^0-3 
-'777-4- (4-7 F^^7x^/V) -6-7^ 
-fc°5v/738 0mg (1. 13mmol) Sr^JP^, 8 

77>f- (SSffi 3:1) 

lR* : 2 0 0 m g N lR^< : 4 0 % 
MS (ESI. m/z) 439 (MH+) 

H-NMR (CDC 13) : 2. 60 (3H, s) N 3. 88 (3H, s) s 6. 02 (2 
H, sh 6.62-6.73 (3H, m), 6.81 (1H, d) , 7.04 (2H, 
dh 7.33 (2H, d) 

[0 15 3] 4) 5-7p^-4- (4-7 h*v^7x 
~M -6-7^-2- (3, 4-7f wyy^y 
7x/^i/) -h°y yy-3-7;Uft Kfl>£lS 
7;^>#IIT, IfWf l/710ml^, 5-7'p 
^-3-^77-4- (4-7h^r77xx/i.) - 6 - 
7^A—2- (3, 4-^fl/yi;t^>7x7*y) 
-fc°!Jy7200mg (0. 4 5 5mmol) 

U ^ 7 y f /U7;i/ ^ a i M^^f y»i 
2. 7 8ml SrOTCfcTJlI*., SfifcT lftflttfL*:. 
:^)f*lml^Ml«tfLfci, -fe5>f h*B 

IR4 : 8 Omg, IR* : 4 0% 
[0 15 4] 5) 5 - 4- (4-7 b*is7=. 

- 6 -7^/1— 2 - (3, 4-7f U>yt^r'> 

5-7^^-4- (4-7 Y^r-yy^^M -6-7f 
7U-2- (3, 4-7f 1/7^77x7^7) - 1:° 
y v?V— 3 -T/\S? h K8 Omg (0. 18 1mmo 
1 ) £7k5m 1 , fi^fUVl Oml Wga*U 
T\ 2-7 ^/U- 77 776mg (1. 0 9 mm o 
1) , 75 KfitK 26mg (0. 272 mmol) , ffi 
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fiitthy^57mg (0. 6 3 4mmol) £JP 

d h ^7 ^ >r — (SfUffi ^ d n ^yuA : ^ ^ y — 

9:1) tT»«U *Hfl^4fc«:»fc. 
flRS : 1 4 m g x Jfc^ : 1 7 % 
MS(ESLm/z) 458 (MH+) 

H-NMR (CDC13) : 2. 53 (3H, s) , 3. 78 (3H, s) N 5. 97 (2 

H, sh 6.55-6.75 (3H, mh 6.88 (2H, dh 7.17 (2H, 10 

d) 

[0 15 5] mfaM2 5 6-^^-4- (3- (2 
-^y^t^^x 1> Jfv-) - 5 

-2- (3 % l/y^^x^U^:/) fcf 

y 3 - A/U^^H^rt 

1) 3-t F^r^lf^f^ 
tit 

3, 5-^tKP*^SS^f^5. 5g (3 2. 
7mmol) , 3!)fWf^2. 2ml (35. 3mm 
o 1 ) , U^4. 5 g (3 2. 6mmo 1 ) <D 20 

DMF3 0mlgi^ifit-*ft«fft5 o DMF£® 

h^77>f- 1 : 3) fcftL 

$t&<k&V*2. 2 3g (3 7. 4%) £#fc 0 
3, 88gt#6iX 

lIXS : 2 . 23g, iR^ : 37. 4 % 

H-NMR (CDC13) : 3. 82 (3H, sh 3.91 (3H, sh 4.90-5.3 

0 (1H, brh 6.62 (1H, mh 7.15 (1H, mh 7.18 (1H, 30 

m) 

[0 15 6] 2) 3- (2— O^t*^) - 5 

3-b Kd*5/-5-^ h*^M*>f/H. Og 
(5. 5mmol) S:DMF 1 Om 1 tSSU TkSffc 
tM)^A2 5 0mg (BOyo^^T^^^a 
>\ 6. 3mmol) „ 2 — <yv J ;Ut^v/xf;U ^ 
^V^yU*^— hi. 9g (8. 3mmo 1) ^iPi- 

i»I&klMM-hy*A, 7k. 40 
U 3- (2-^<^^**i/) -5-^F*^fiS 
^RjCtfiJffl-tSo 3- (2— <y^t*s/) -5- 

^ F*V$StK^f^2. 23g5rTHF20mlt 
*#U 0lCP**ft!Jf!>A7;V'5^!?A3 0 0mg 
(7. 9mmol) $:JP^Sra{-P LT-*Bft«^1-^ 0 
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1:1) fctfL*Mfc-&*Sr»fc. 
ifci : 1 . 4 1 g , IR* : 88. 9 % 
MS(ESI,m/z) 311 (M+Na) 

H-NMR (CDC 13) : 3. 78 (3H, s) , 3. 82 (2H, ddh 4.15 (2 
H, ddh 4.60 (2H, mh 4.63 (2H, sh 6.42 (1H, t) , 
6.53 (2H, m), 7. 2 5-7. 4 0 (5H, m) 
[0 15 7] 3) 3~ -5-^ 

3- (2-^V^^^ri/) -5-^ h^y^yy;i/7 
/l/3-;H. 41 g (4. 9mmol) Sr^PP/fc/Pix 

lomicsmu iSttftz:iMb^^if>'2. o g £*p 

i2HRHI»t5o Mtliftv>^y2. 0g£$ 

(Wll^^:^*^ 1 : 2) fcttLMMfc 

ifc* : 1 . 04g, ifc* : 7 4 . 1 % 
MS (ESI, m/z) 309 (M+Na) 
H-NMR(CDC13) : 3. 84 (3H, s) , 3.85 (2H, m) , 4.20 (2 
H, mh 4.64 (2H, sh 6.75 (1H, th 7.02 (2H, mh 
7.25-7.40 (5H, m) , 9.90(1H, s) 

[0158] 4) 1- (3- (2-^O^^-^rv/^ h 
5- is) -5-^ ^i/7x^v) -l-7ry-3-t 

3- ^-^VvvU^v') -5-^*^X7^ 
ft Kl. 0 4 g (3. 6mmo 1 ) , T± h^frh V 
y ^z=-jV^y,^-^ ^oy Kl. 55g (4. 4m 
mol) , i~ h y h*v"K0. 3g (4. 4 mm 

on Sr^^y^/u2 om i i^m^smmijmmM't 

v 1:1) K:ttL*Wfrfr*«r#fc. 
to* : 1 . 0 g , IR* : 
MS (ESI, m/z) 349 (M+Na) 

H-NMR (CDC13) : 2. 37 (3H, sh 3.80 (3H, s) , 3.83 (2 
H, ddh 4.16 (2H, ddh 4.64 (2H, sh 6.55 (1H, 
th 6.65 (1H, dh 6.67-6.72 (2H, mh 7. 26-7. 36 (5H, 
mh 7.40 (1H, d) 

[0159] 5) 6-^f/>-3-y7;-4- (3- 
(2— <>vvM-3rv^ Y*i/y 
M -2-fc°y YXDfttfL 

7^^>#iMT, llT->777th7iK5 8 0m 
g (6. 9 mmo 1), t-7>^ry*U -)A7 8 Om 
g (6. 2 mmo 1) (DDMSO 5m 1 g»:4 - (3 
- {2—0*?*****/=. -5-^ b*i/y* 

-l-^fy-3-tyi. Og (3. 6 mm o 
I ) CODMSO 1 Om 1 SrJPxl 5#RI8»M-5o t- 
^h*v/*U!?^2. 3 2 g (2 0. 7 mmo 1 ) £JP 
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IlXi : 9 4 0 m g s Jfcifs : 6 6 . 9 % 
MS(ESI,m/z) 413 (M+Na) 

H-NMR(CDC13) :2.49 (3H, sh 3.83 (3H, sh 3.84 (2 10 
H, mh 4.20 (2H, m) , 4.62 (2H, s) , 6.24 (1H, sh 
6.62 (1H, mh 6.72 (2H, mh 7.25-7.40 (5H, m) 
[0 16 0] 6) 6->^-3-v'7y-4- (3- 

/U) -2-^PDt°!iv ; y^ 
6-^^/W-3-v/T/-4- (3- 

-5-7 v^yy^^M -2-t°y K 

>9 4 0mg (2. 4mmol) *Jr* i/i&At V > 1 0 

m i ic»#L9 ox;x—mmwirz> 0 

SflETSSLM^^ p D^^At«f-5c tfrfaSW 20 

ftS : 1 . 0 g 
MS(ESI,m/z) 431 (M+Na) 

H-NMR(CDC13) : 2. 62 (3H, sh 3.82 (3H, sh 3.85 (2 
H, mh 4.20 (2H, mh 4.64 (2H, sh 6.62 (1H, mh 
6.70 (2H, mh 7.22 (1H, sh 7.25-7.40 (5H, m) 
[0 16 1] 7) 6-^f^-3->7y-4- (3- 

h*cis) - 5— > Y^ri^y 30 
JV) -2- (3 N A-ff-V-l/^**i/y ^^sV^r* 

ir+>^e— )V 3 3 0 m g ( 2 . 4 mm o 1 ) , H^MW^f Y 

4. 7mmol) <t 9 f'NcLtf:? :c / 3f K-f ^T^(DD 
MF5mlgII:6-^f;V-3-v/7y-4- (3- 

-2-^nPt°!Jyyi. 0 g £ DMF 1 5 m ltd 

1 : 2) KftL*jH^««r»fc. z<Dk<D&mmmft 

5o 

: 5 3 Omg 
MS(ESI,m/z) 533 (M+Na) 

[0 16 2] 8) 6-^A—4- (3- (2— <Zs*s 
t^tt^x-Y^i/) -5->^v/7i^) -2- 50 
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(3, 4-t^^y^**?yy ^~;\,Jr*y) 
- 3 -7/Uft K^fiSc 

6-^f;l/-3-^7/-4- (3- (2-^^vvM- 

-5-^ h^v-^^^/U) -2- (3, 
4-^^l/^v^-arv^^^-yU^-^rv-) b 0 Uv^V5 3 0 
mg (1. Ommol) Sr^yfy 1 Om 1 |:g||L7 

lM^^ri^>jg^4. 0ml (4. Ommol) SrMT 

-ra. sst3 05)«#u ^Mt7^h^ffl^t 

1:1) fcttL*«fc-frftfc»fc 0 r^^±#8fBil 

So 

I&Jk : 2 8 Omg 
MS(ESI,m/z) 536 (M+Na) 

H-NMR(CDC13h 2.41 (3H, sh 3.80 (3H, sh 3.83 (2 
H, m) N 4. 18 (2H, m) N 4. 64 (2H, s) , 6. 02 (2H, s) N 
6.48 (2H, mh 6.57 (1H, mh 6.63 (1H, ddh 6.72 (1 
H, dh 6.80 (1H, dh 6.85 (1H, s) „ 7.20-7.40 (5H, 
mh 10. 19 (1H, s) 
[0163] 9) 6-^^-4- (3- (2-^<>i> 

)v-*\y^ -5-^h^-yy^^^) -2- 

(3, 4-^uyy^y7i^t^y) fc o yyy 

6-/^/^-4- (3- (2— <yy;l/t^ryx 

-5-> h^rv/^oi^yu) -2- (3, 4-^^u 
>y^y7x^«y) t°Ui/y-3-7^7t K 
2 8 0rag^fUy4mK * 2 m lMJgfl? U 
0°CT*2-^^- 2-77^0. 4 0ml (3. 8m 
m o 1 ) , 75 Kttlft 80mg (0. 82mmol) , 
W&Mttf- F!J!)A2 2 0mg (1. 9mmol) £JP 

5 Q mbfitznmzi/yioVfrmmtK^vfyyj- 

mM^/U:^*V> 1 : 1 2@SH) t-ttL* 

HXS: 140mg, iR^i : 6-^^-3-^77-4 

- (3- (2 — ^vJ/Utf-^v/rc. -5-^ h^r 
->7i^) -2-b°y K^ct "9 1 1. 0% 
MS(ESI,m/z) 530 (MH+) 

H-NMR(CDC13) : 2. 38 (3H, sh 3.74 (5H, mh 4.08 (2 
H, mh 4.57 (2H, sh 5.95 (2H, sh 6.47 (1H, mh 
6.54-6.76 (4H, mh 6.85 (1H, sh 6.90-6.94 (1H, 
mh 7.25-7.40 (5H, m) 
[0164] MM®! 2 6 6 - 7 4 - ( 3 - (2 

- fc KP^ryx h*is) Y*i/y -2 

- (3, 4-/^Uyi/**i/7 3i=L/i,#*i/) trys? 
>-3-^yu#^co^/S; 
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6-^/1—4- (3- 

is) -5-^F^>7x^U) -2- (3, 

12 0mg (0. 23mmol) Sr^i^ /^5m 1 ^ 

«BET*K«r«*i-So Ritfc^y*^ 

10:1 4 0SW) fcttL«Mfr&* 0 Sr^fco 
1R4 : 30mg, : 2 9 . 7 % 10 

MS(ESI,m/z) 440 (MH+) 

H-NMR(CDC13) : 2. 40 (3H, s), 3.77 (3H, sh 3.90 (2 
H, m) N 4.05 (2H, m), 5.97 (2H, sh 6.49 (1H, mh 
6.57-6.77 (5H, m), 6.87 (1H, s) 

[0 16 5] mMffl2 7 4- [3- (2-tKn + v/ 
^h^y) - 4 — * ^->-7i^i/] — 

2- (3, 4-^^ L l/>'v ; ^-=3ri/'7^y drvO - t° y 
V- 3 

1) 3--0-^^^^ h*i/-4—t h**S-<<> 
XT^ft K<7)£i& 20 
7/l/^>#IST, >fy^!iy2g (13. lmmo 
1) S:DMF2 0mll:S^U 6 0%*ifttMJ? 
A632mg (15. 8mmo 1 ) SrJd&SjafcT 1 

^vIol^x^. 64 g (15. 8 mm o 1 ) Sr^fi^ 

yyyj- mmm :mm^^ 3 : d 

fcttU *Wfr&*«r»fc 0 30 
Jfcft : 3 . 4 5 g , : 9 2 % 
MS(ESI.m/z) 287 (MH+) 

H-NMR (CDC13) : 3. 87 (2H, t) , 3. 93 (3H, s) % 4. 26 (2 
H, t) x 4.64 (2H, sh 6.96 (1H, s) , 7.24-7.47 (7H, 
rah 9.82 (1H, s) 
[0 16 6] 2) 1- (3—^^^^**5/31 
4-^ h*v/— ^uL—yU) - 1 -y^^ylx- 3 — *:/<£> 

Tir h^yu h ]) y zr.=-jVTk**=-V J* ?py K3. 7 
3g (10. 5mmol) ?rx^/^l/ (20ml) 40 
l*Lth!J!>^h*^K7 15mg (10. 5m 
mol) «r0 < C£T2mx.fc„ ifitIL, lf$Pfl«#L 
fc^, 3-^^^V**^ h*S/-4 — ^ h*^-^ 
yX7;Uf t K2. 00 g (6. 9 9mmol) £JPx_ 
llfc«#Lrt: 0 Kj£WK«r«ET»IIE«*L, 3MEfc* 

IfiLtfii4^«ifc 0 m^^y^^vw±T— 

*^^/Blfca:^l/ (3:1) ^ffl^T»KLSSft^ 
»*#fco 50 
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JR* : 1. 7 2 g. : 7 5% 

MS(ESI.m/z) 327 (MH+) 

H-NMR (CDC13) : 2. 34(3H,sh 3. 86-3. 90 (5H, m) , 4.24(2 
H,th 4.64(2H, sh 6.56(lH,dh 6.88(1H dh 7.12-7.4 
6(8H, m) 

[0 16 7] 3) 4- (3 -"<^i/yU**i/Ji h*v/- 
h^v—^-yU) -3-'>7;-6-^f/U- 
2-t°y K^^filc 

a — S/T -/ T-fe h T 5 K4 8 6mg (5. 7 8 mm o 
1) S:DMSO20ml|:^U 7;U^y#IST, 
t-7>^^*!]^5 9 0mg (5. 26mmo 
1) , 1- (3-^yy/l/^v/x^v/-4-n + 
^-v^^yU) -l-yf^-3-tyi. 72g 
(5. 2 6mmo I ) SrSafCTHUJcJPXLT, 15»B 

h*$/# y 1. 7 7 g (15. 8mmo i ) 

xi, IWSrldn^y^U **#H«T l «flB« 
#Lfc. 3 «JE igfe2 Om 1 JnitiP* 

«r»3l««U ^*^>/BH^^ (1 : 1) S 
^£TiI&gte#U 1 0 o^fn^r l^K#S-frT* 
HflS^* 

HX» : 1 . 6 2 g % : 7 9 % 
MS(ESI.m/z) 391 (MH+) 

H-NMR (CDC13) : 2. 47 (3H, s) , 3. 88-3. 92 (5H, m) , 4. 27- 
4.29(2H,mh 4.64(2H s) , 6.23(lH,sh 6. 95-6. 98 (1H, 
mh 7. 2 2- 7. 3 5 (8H, m) 
[0 16 8] 4) 4- (3-^<Vi//U**v/^ h*5/- 
4-> h*i/-73i=iyu) -2-^pp-3-y7y- 
6-y^W-h°y y>(7)M 

4- (3-^<V5//U**'>3i h*^/-4-^ h*5/-7 
:n~yu) - 3-^/7y-6-^^-2-t°y K>1. 
6 2 g (4. 1 5mmo 1 ) iZttisj&ik)) V 1 0 m 1 
SrJOx., 1 0 0 < C(CT4^SlfLfc o rtf>gL MffiT 

^-c**i/jfi{by^*e*L, mntt:sm=?A"t*\z.iB 

JR* : 1 - 6 6g, W : 9 8% 
MS (FAB. m/z) 4 0 9 (MH + ) 

H-NMR (CDC 13) : 2. 61 (3H, s) , 3. 88-3. 93 (5H, m) , 4. 
28-4.32 (2H, th 4.64 (2H, s), 7.00 (1H, d) N 7.17- 
7.35 (8H, m) 

[0 16 9] 5) 4- (3— <y^t^->x h*is- 
4-t Y*i/-7^~M -3-^7/-6-^f;U- 
2- (3, 4-^fl/y^>7x/^-» -t e yi/ 

7;U=f>#ISlT, W-;U4 5 9mg (3. 3 2m 
mol) ^DMF10ml|:^U 6 0 %7k*{b^ h 
!i^l33mg (3. 32mmol) O'Ct-TAP 



(34) 

65 

3- ^7/-6-^^-t°yi;yi. 13g (2. 7 
6mmo 1) SrAD^, 8 0 tfCT 2 4 ttlHifttt Lfc 0 5 

Slfc^/u 3:1) fctfU ««fc£**»fc 0 
IRS : 2 0 0 m g , IR5£ : 1 4 % 

MS(ESI.m/z) 511(MH+) 10 
H-NMR (CDC 13) : 2. 42 (3H, s) , 3. 89-3. 93 (5H, m) , 4. 
31 (2H, t), 4.65 (2H, sh 6.01 (2H, sh 6.64-7.01 
(5H, mh 7.2 3-7. 3 6 ( 7 H, m) 
[0 17 0] 6) 4- (3-<<^is/l'tti/^h*z/- 

4- > h**>-7x^) -6-^^-2- (3, 4 

ft 

7^^y#iftT, tft^f l/yiOml^ 4- (3 

-3-'>T/-6-^^-2- (3. 4-^5 L U>v? 20 
«v/7x/^^) -t°!Jyy2 0 0mg (0. 392 
mmol) £r^U ^kift^y^T^^^A 

lM^Mf^jgfti. i 8m i £o tiering ^i&fc 

IR* : 160mg, : 7 9 % 

MS (ESI. m/z) 5 14 (MH + ) 30 

H-NMR (CDC13) : 2. 40 (3H, s) , 3. 86-3. 92 (5H, m) , 4. 25 

(2H,th 4.64 (1H, s), 5.99 (2H, s), 6.61-6.96 (7H, 
in), 7.25-7.38 (5H,m) x 10.2 (1H, s) 

[0171] 7) 4- [3- (2-t: Kp^^ h * 
is) ~4-/ h*i/-7=.=-;U] -6-^-^-/^-2- 

(3, 4-*^\s>i/jr*i/7 -t°yv?>- 

3- *^/K^O^ 

4- h3rv'-4-^ h**>— 7 
m^yW) -6-^^-2- (3 N 4-^^U^i/^^ 

Wxy^-y) -t°!)v?y-3-7;vft Ki60mg 40 

(0. 3 1 2mmo 1 ) £tK 5 m 1 , Sfrffc^U^'l 0 
mlt^U Tk^T, 2-^;v-7ryi31mg 

(1.87 mm o 1) , 75 Kfi£ft4 5m g (0. 46 
8 mm o 1 ) , ElfiStf h!J^99mg ( 1 . 09 
mmo 1) ZMJt. iltTlfifUlltfLfco RJES« 

■fc*^ 1:1) fcTflMU afflffrfrfcSrfcfc. 

iR* : 20mg % JR^ : 1 5 % .50 
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MS (ESI. m/z) 440 (MH+) 

H-NMR (CDC 13) : 3. 70 (5H, br s) % 4.03 (2H, br s) N 
5.94 (2H, s), 6. 53-6. 70 (3H, mh 6.82-7.13 (4H, m) 
[0172] %M$\ 2 8 4 - ( 2 — <> i/jUttis*. 

(3, A-j^uyi/tti/yx.; *->) -fc°y^v- 

3 

1) 2 -^V^yU^^r-ym K3^>- 5—^ b + ->-^y 
X7;U7t K©-&* 

X7/Wft K2g (13. lmmo 1 ) £DMF 2 Om 
lfc:#a*U 6 0%*tfktHJ|)A6 3 2mg (1 
5. 8mmo 1 ) ^JPx^S(-T 1 B#Pff]3»f£ Ltz Q ^t<D 

64 g (15. 8mmo 1) ^KTiPi, 1 0 0°C 
l:T4etll«»Lfco RJS»ffl[^*SrJPxLB»^^t 

m ^^>:mm^^ 3 : d Kiftu 

*R* : 3 . 4 1 g , JR* : 9 1 % 
MS (ESI. m/z) 287 (MH+) 

H-NMR (CDC 13) : 3. 80 (3H, sh 3.85 (2H, t) , 4.23 (2 
H, th 4.62 (2H, sh 6.94-7.13 (2H, m), 7.26-7.36 
(6H, mh 10.5 (1H, s) 

[0 17 3] 2) 1- (2-^^v^/U^-^rv/^ h^>- 
5-> h^-^^^/P) - 1 -7r^;l^- 3 -^VcD 

Tir hn/i^ h y ^oi^yUT^^^^^A ^p!) K6. 3 
5g (11. 9 mmol) (30ml) 
f^^L^hy £A:xh*$/Kl. 21g (17. 9m 
mo 1) SrOTC^TiPX-fco SSKMU 1«FW«»L 
2-^<>> ? ;U^^'>^ h*2/-5 — ^ f^i/-^ 
yX7/UftK3. 41 g (11. 9mmo 1) ^Di 
ltt«#L"fco R(S»««:«ET*Kflf*b, 

ty/ftixf/i. (3:D ttm^rmmi,mMik&vo 

IR4 : 3 . 5 3 g , iR$ : 9 1 % 

H-NMR (CDC13) : 2. 28 (3H, s) N 3.73 (3H, sh 3.79-3. 
82 (2H, mh 4.11-4.14 (2H, m), 4.58 (2H, d) N 6.69- 
6.86 (3H, mh 7.04-7.10 (1H, mh 7. 24-7. 35 (5H, 
m) , 7. 75 ( 1H, d ) 
[0 17 4] 3) 4- (2-^<yy/^yx h^v- 
5-^ h^r^-^^^yu) -3-^7/-6-^f;l/- 
2-fc°y K><D^J# 

a->7/7th75K9 9 9mg (IK 9 mmo 
1) S:DMSO2 0mlCS^U T/^>9S%T. 
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t-^h^y^U^Al. 21g (10. 8mmo 

1) , 1- (2 O^u^-^r^ h*i/-5-t 

i/-y^~jv) - 1 -y*7-~/V- 3 -^"^3- 53 g 

(10. 8mmol) Sr*atT)iftfllAT, 15^ 
«#Lfc Q TLCKTJH»OJH5fe*»»Lfc«, t-y 
h*v/#!J ^A3. 64g (32. 4mmol) £JP 

4rK3l»ifiU (1 : 1) » 10 

£«TJB*fti£U i o 0lCK:*5U^Tift9S«S*r« 

iRfi : 4 . OOg, iR* : 9 4 % 
MS(ESLm/z) 391 (MH+) 

H-NMR (CDC 13) : 2. 36 (3H, s) , 3. 78-3. 81 (5H, m) , 4. 

17 (2H, th 4.54 (2H, sh 6.27 (1H, sh 6.85-6.97 
(3H, m) , 7. 25-7. 34 ( 6H, m ) 

[0 17 5] 4) 4- h^rv"- 

5 — y V^riy-y -2-^oo-3-^7y- 

6 - ^ fvv- y 20 

4- (2— <>^^-=3fv/^ h*is-5~* h*is—7 

-3-i/T S-6-* s f-;U-2-\*!) K^l. 
2 7 g (3. 2 5mmo 1 ) iZtti/mtV > 1 0 m 1 
tin*, 10 0ti:T12«i^Lt o r0>«L ^BE 

iR* : 1 . 07g, iR^ : 8 1 % 

MS(ESI.m/z) 409 (MH+) 30 
H-NMR (CDC 13) : 2. 57 (3H, sh 3.74-3.81 (5H, m) , 4. 

18 (2H, t h 4. 44 (2H, s) , 6. 80-7. 38 (9H, m) 

[0 17 6] 5) 4- (2 t>*J>V***/x.Y*Z/- 

5 - ^ ^y-7x^) -3-^7/-6-^f;W 

2- (3, 4-^U^t*i/7xy -h°y^ 

7^^>#iMT, W-;M5 9mg (3. 3 2m 
mol) SrDMFlOmltS^U 6 0%*»ftth 
!)^133mg (3. 3 2mmol) SrOtfcTJn 

l^raaijfLfcc ^<£>&> 4- 40 

3- ^/7y-6->f;v-t 6 y^yi. i3 g (2. 7 

6mmo 1) £JPx., 8 0 < C^-C2^Wa*f Lfco Ki£ 

3:1) fctfU «Hfb^*Sr#fc 0 
1R* : 6 4 0 m g , l&m : 4 8 % 

H-NMR (CDC13) : 2. 39 (3H, s) , 3.78-3.81 (5H, mh 4. 

19 (2H, th 4.52 (2H, sh 6.00 (2H, sh 6.60-6.86 50 
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(4H, mh 6.96-6.99 (3H, mh 7.24-7.29 (5H, m) 
[0 17 7] 6) 4- 

5 - ^ F^y-7x^) -6-^^vU-2- (3, 4 

-^fuy^^a:;*^) -t°y v^-3-ta- 

ft K^fiR 

jgf^^UVl Om 1 *K 4- (2 

-3-^7y-6-^f/P-2- (3, 4-^^U>^ 
J**/) -fc°!)y>300mg (0. 588 
mmo 1) Sr»*>U TkmitV'f y^^T/U^^ZJ* 
lM^^>mil. 7 6m 1 SrOnrTJSP^L, Sfflfc 
TlftlWLfc. r^Tklm l tm*.ii$M«#Lfc 

Rfc^TfcT«jK«*U §W«*7^^n 

lR* : HOmg, lR^ : 3 6 % 
MS(ESI.ra/z) 514(MH+) 

H-NMR (CDC 13) : 2. 40 (3H, sh 3.67 (2H, th 3.80 (3 
H, sh 4.06 (2H, th 4.48 (2H, sh 5.99 (2H, s) „ 
6.55-6.91 (7H, m) s 7.22-7.30 (5H, m) 
[0 17 8] 7) 4- (2— <Vv ? ^^v-^ h*i/~ 
Y*ls-7=.=-jV) (3, 4 

-^f uy^t*i/7i/^'» -try v?^-3-*yu 

4- (2--<>v ; yU^-^rv'^ h^rv—5-y h^ry-7 
^/V) - 6 ^/U- 2 - (3, 4-^f L U>'v ? ^-^r 
i/y^J^ri/) -fc°y K2 1 Omg 

(0. 4 0 9 mmo 1 ) 2r7k 5 m 1 , t^fc^^l/V 1 0 
mll*U Tk^T. 2-^f^-7r>17 2mg 

(2. 45mmol) , 75 Kfifclfc6 Omg (0. 6 1 
4mmol) , W&mtr Y y »>A 1 2 9m g (1. 4 
3 mmo 1) SrJPx., ifi|:T2«fW«ffLfc fl RJS*£ 

Ms : *9S—fl' 9 : 1) tdTffiffiU 

IRS : 9 0 m g , iRlp : 4 2 % 
MS(ESI.m/z) 530 (MH+) 

H-NMR (CDC13) : 2. 39 (3H, sh 3.67 (2H, th 3.76 (3 
H, sh 4.02 (2H, th 4.51 (2H, sh 5.96 (2H, sh 
6.53-6.85 (7H, mh 7. 02-7. 29 (5H, 
m) 

[0 17 9] HjS£#J2 9 4- [2- (2-tKo^ry 
^ Y*"s) - 5 h^fv— -6 -^^/U- 
2- (3, 4-^^U^^^rv/^^/^^) -t°yi/ 

>- 3 -uj^>m<D^j& 

4- Y*i/-y 

^n/U) -6-^^-2- (3, 4-^^U-V^^r 
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-t°y^y-3-A;i//K>S7 0m g 

(0. 132mmol) =&x?y-;U5m 1 IC^U 
(1 a tm) g/Sttl 8^r«W^b/c 0 gj£&«2f 

ilRfi : 5 0 m g , ift^ : 8 6 % 
MS (ESI. m/z) 4 4 0 (MH + ) 

H-NMR (CD30D) : 2. 34 (3H, s) , 3.69-3.72 (5H, ra) , 3. 10 
93 (2H, t), 5.92 (2H, sh 6.51-6.98 (7H, m) 
[0 18 0] HJfc#j3 0 3-W/-4- (2- (3 
-^pp/ptVm^) - 4 h^^^U) - 
6 - * ^vHr° y > - .3 - * >^<7>£j£ 
1) 2- (a-^y^t^r^PtV^^rv') -4- 

2- fc F^^yXT/^Tt Kl. 5 
2 g (10. Ommo 1 ) SrDMF 10ml fcjgflfU 
7k*fl^ h y 5 0 Omg (6 0%^yVfV^ 
v>3>\ 12. 5mmol) , S-^y^t^^P 20 

^ fyxjU^^— h 2. 7g (11. Immo 
1) 0°Ct6eFWt5o DMF^iffTg 

* LatttBFit^^K** u i h y * 

^Yfyyj- mm^fr :^**y> l : 4) fctf 

ifc* : 1 . 1 3 g , J|R* : 3 7 . 6 % 
MS (ESI, m/z) 301 (MH+) 

H-NMR(CDC13) : 2. 17 (2H, quint), 3.67 (2H, t), 3.85 30 
(3H, sK 4.18 (2H,t), 4.52 (2H, s), 6.46 (1H, 

d), 6.54 (1H, ddh 7.25-7.38 (5H, m), 7.80 (1H, 

dh 10.26 (1H, s) 
[0181] 2) 1- (2- (3-^>^t*^/o 

b°/M-3r'» -4-^ h^v^^-/u) - l 

3- ^->(7)^ 

2- (3-^y^^^P fcVloj-3rv') -4-^ h 
^r^yXT^ft Kl. 13g (3. 8mmol), 
T± h—frhV y x-^Jl'ftXfc—VJ* ?dJ Kl. 6 
g (4. 5mmo 1 ) % h V h^^KO. 31 40 

g (4. 6mmo 1 ) S:x^y-^3 Om 1 tgfiL- 

^^ri^> 1:3) fc#L««b£«*»fc 0 
4KA : 1 . 0 7 g , : 8 2 . 7 % 

MS (ESI, m/z) 341 (MH+) 

H-NMR(CDC13) : 2. 15 (2H, quint), 2.30 (3H, sK 3.68 

(2H, t) N 3.83 (3H,s), 4.15 (2H, t) x 4.53 (2H, 
s), 6.47 (1H, dh 6.52 (1H, dd) , 6.66 (1H, dh 7.2 50 
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5-7.35 (5H, mK 7.48 (1H, d) , 7.76 (1H, d) 
[0182] 3) 3 - i/T J - 4 - (2- (3-^nn 

Xut>^'» -4-^ Y^'yy 3L=-)V) -2- 
(3, 4~^^U>'^^ar>'-7^^yl/^^^) t^^y 

T/U^VSHftT* ifit->7/7tF7$K2 7 0m 
g (3. 2mmol) , t !i ^3 5 Om 
g (3. lmmol) ^DMS0 5ml^tl- (2 
- ( 3 --<y ^yut+yy p -4-^ h^- 

i/y^^jv) -i-^Ty-3-^yi. 0 7 g (3. 

1 mmo 1 ) (DDMSOl 5m 1 SrJPx. 1 5 5>MSH^i" 
So t h^ri/X7 y 1 . 06g (9. 4mmo 
1) «rJPil»IIMt*«r/<^y v^-TSo l£*»BtrF 
l#IB«#LfcfL l«JHttl«r*»TlPx.«faL*:«!i 
^^I^yr-^ 3 yT^2) 0 

6o aSmv'ttft U V 10ml l:SH|L 1 0 oict? 

8MtSrDMFt«»L. BUM-fel^-/!^ 3 0 m g 
(3. 1 mmo 1 ) , h!J^2 5 0mg (6 

Oyo^/UT^^^-S/gy, 6. 2mmol) «fc 9 

^- 1 : 3) fcf*L*Wfrfr 

fefi : 9 0m g> IR^ : 1- (2- ( 3 -^^^U^ 
v^n tVu^-^f "» Y*i/yx.~Jl<) - i-y 

3 <9 6. 4% 

[0183] 4) 3-^77-4- (2- (3-^nu 
/PtVl/^v/) -4-7f^'>7x^U) -6-^ 
/Uh°y 3 -7^rt K<£>^J$ 
3-y7/-4- (2- (3-?PPXPt>«-y) 
~4-y Y^-'yy^^M -2- (3, 4-^f-u^i/ 
^^je^U**^) h D !)v/y90mg (0. 2 1m 
mol) Jr^yfy 5m l l:g|l7y^'yf ItTl 

1. Oml (1. Ommo 1) ^iTt5 D i£t'3 0$ 
^^ffiT@* U# bix*:3ME«r ^ !> * ^* 5 A * n 

h^^^-f— (S^m^^i^^y 1 : 3 ov^-e 

1:2) Kf*L*Hfc£#«:»fc 0 r(Otcott^itH^ 

So 
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JR* : 3 Omg 
MS(ESI,m/z) 456 (MH+) 

H-NMR (CDC13) : 2. 31 (2H, quint), 2.42 (3H, sh 3.53 

(2H, th 3.86 (3H,sh 4.08 (2H, th 6.00 (2H, 
sh 6.54-6.64 (3H, mh 6.72 (1H, d), 6.79-6.81 (2 
H, mh 7.14 (1H, d), 10. 16 ( 1 H, s) 
[0184] 5) (2- (3-^nn 

-fuyfjvar**/) -a-* h^-yy^^M -6-^ 
y 3 -*^d?>K^fiK 

3-W/-4- (2- (3-^Pnypt>^'» 10 
-4-^ h*i/y^-^;V) -6-^^/Wt: 0 !J v^^-3- 
T^ft: K3 Omg^fift^f l/y2m K *lmlt 
JSKFU 0 0 C-e2~^f-;u~2-7ryo. 0 5ml 

(0. 47mmol) , 7; Kflfctt 1 Omg (0. 10 
mmo 1 ) , ffiigUSH- F!i[)A30mg (0. 26m 
mo 1) SrJP^fflKMUT2«FM«^-r5o S^k;*^ 

v-ett w LfeKfi£&^ ^* > lt 

1 : 1 2 0® 

BR) 0 fc»fc 0 20 

IR* : 1 2mg, : 3-^7/~4- (2- (3 
^nn/ptVU^^) -4-^^>7x^;V) -2 

- (3, 4-^^u>v ; ^-^v'^ni^^^>» try 
yj:H2. i% 

MS (ESI, m/z) 4 7 2 (MH + ) 
H-NMR(CDC13) : 2. 42 (2H, quint), 2.41 (3H, sh 3.54 

(2H, th 3.83 (3H,sh 4.04 (2H, t) , 5.99 (2H, 
sh 6.50 (1H, dh 6.55 (1H, ddh 6.62 (1H, ddh 6. 
71 (1H, dh 6.78 (1H, dh 6.84 (1H, sh 7.16 (1H, 
d) 30 

[0185] 31 4 - ( 3 -sO&Ujfr* i/rf 

- (3, -t°y^> 

1) 3— <yv ; /^v''/o^^-4-^ h^ri/-' < 

T^^>#ffl^T> Vs<~ y >2 g (13. lmmo 
1) SrDMF2 0mlK8^U 6 0%**fttM)!> 
A6 3 2mg (15. 8 mmo 1 ) SrJPx.Sffl^T 1 «F 
IBflWLfco 9 40 

Pt:VW^^-r^3. 64 g (15. 8mmol) 
(CTJPx., 8 0°C^T6^W#L/c: o Rj&*RK:*«r 

?77j- (mm®. : W&L=*7A' 5 : 1) 

JR* : 3 . 4 5 g , IR* : 8 8 % 
MS (ESI. m/z) 301 (MH+) 

H-NMR (CDC 13) : 2. 17 (2H, quint), 3.68 (2H, th 3.9 

3-3.97 (3H, mh 4.21(2H, t) , 4.53 (2H, sh 6.95-6. 50 
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98 (1H, mh 7.26-7.46 (7H, mh 9.84 (1H, s) 
[0 18 6] 2) 1- (3-^>i?SU**i/-7ti#*i/ 
-4^^ y^-iy-y ^-jV) - 1 --fy--;\,- 3 -^"^ 

7tf^;uh!J7x^/^7tN^^A ?n!J K5. 1 
8g (14. 6mmol) (30ml) 
l:»Lth!)^xh^y'K9 9 4mg (14. 6m 

mo i) zox:^xmjifc 0 ifitm i«fib«#l 

3-^V^U^^^7 P n/K^^-4-^ b^v-- 
^yX7;Wrt K3. 45g (9. 7 2mmol) SrjjP 
^Lllft«^L/c 0 Efij««tWET*«E»*L, ftlt^ 

(5:1) £ffl^TfitKLS?H{b 

IR* : 2 . 2 8 g , IR^ : 6 9 % 
MS (ESI. m/z) 363(M+Na+) 

H-NMR (CDC 13) : 2. 16 (2H, quint), 2.35 (3H, s) , 3.6 
9 (2H, t) , 3. 88 (3H, s) , 4. 18 (2H, t) , 4. 53 (2H, 
s), 6.59 (1H, d), 6.87 (1H, d) , 7.11-7.33 (5H, 
m), 7.44 (1H, d) 

[0 18 7] 3) 4- (3-^y^«^P^v/ 
-4—* -3-'>77-6-^^ 
-2-b°y K^tf^J* 

o-v/7/7th75K6 2 0mg (7. 3 7 mm o 
1) ?rDMSO2 0mli:^U TA^V^ffiMT, 
t-^^^!)^7 5 2mg (6. 70mmo 
1) , 1- (3-^>^^^rv'7 P P7K^^-4-^ h 
^ry-7x^;l/) - 1 -7r'/V- 3 "^~>2. 28 g 
(6. 70mmol) SrSM^Tll^JP^T, 15^1 

h^rv* y £A 2. 26g (20. 1 mmo 1 ) £JP 

iMi^^yy^u MiftTiw 

J^Lfc. RJiSflfiRtaaS I&K&2 Om 1 JP^T 1 Bf 

*K3iatiBU ^*fy/BKxfyu (1 : 1) » 
^T«SfcfrU 1 0 OT^^T l(ftfH*£-rr* 
Wfrfr* «:»*:. 

JR* : 2 . 1 3 g , IR^ : 7 9 % 
MS (ESI. m/z) 427 (M+Na+) 

H-NMR (CDC 13) : 2. 18 (2H, quint), 2.48 (3H, s) , 3.7 
0 (2H, t), 3.91 (3H, s), 4.22 (2H, t) , 4.53 (2H, 
s), 6.26 (1H, s), 6.96 (1H, d) , 7.18-7.32 (8H, m) 

[0 18 8] 4) 4- (3— <y^/U^^r^>7 P D7K^V 
-4-^ h*is- y^-JU) -2~9 on-3-WV 
~6-^^-b°y v^CD-g^c 

4- (3--<>^/U^^i/7 P U7K^r^-4-^ h3^>- 

7x^) -3-^77-6-^^-2-tl 

2. 1 3 g (5. 27mmol) m^ft^l 0 
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mlSrJPx.. 10 0m5«#Lfc o rco^ N M 

4X* : 2 . 0 5 g , iR* : 9 2 % 
MS(ESI.m/z) 445(M+Na+) 

H-NMR (CDC 13) : 2. 18 (2H, quint) , 2. 62 (3H, s) , 3. 7 

0 (2H, th 3.91 (3H,sh 4.23 (2H, th 4.52 (2H, 

sh 6.97-7.32 (9H, m) 10 
[0 18 9] 5) 4- (3-^;l/^^P^v/ 
~4-^ h^rv/-7x^;l/) ~3~v/T/-6-^f^ 
-2- (3. 4~^f l/y^^7xy^rV) 

tt^;l/9 3 6mg (6. 7 8m 
mol) ^DMFlOmlt^U 6 0%*iftth 
U^271mg (6. 78mmol) £0°Ct~OjP 

i//D#*v'-4-> h^v'-^^^yb) -2~^pp 
-3-'>T/-6-^^-t°y ^>2. 3 9g (5. 20 
6 5mmol) SrJPx., 8 0 tKT 1 2 l$Pflfll# Lfc D 

*s:ffitt^;i> 3:1) fciftU *Hfl2-&*Srftfc. 
JR* : 1 . 2 4 g , &m : 4 2% 
MS(ESI.m/z) 547(M+Na+) 

H-NMR (CDC13) : 2. 19 (2H, quint) , 2. 43 (3H, s) , 3. 7 

1 (2H, th 3.91 (3H,sh 4.24 (2H, th 4.53 (2H, 

sh 6.01 (2H, sh 6.64-7.00 (5H, mh 7.18-7.32 (7 30 
H, m) 

[0 19 0] 6) 4- (3-^yi/;l/^^P^v' 
-4-^ h^rv'- 7x^) -6-^^-2- (3, 
4-^l/y> J t^^7x/*^) -t°y^>-3-T 

T^^^#H^T, mt^^U^l Om 1 <K 4- (3 

/V) -3-^7;-6-^^-2- (3, 4-^^U 
ym^7x/arv/) -h°yyy5 5 0mg (1. 0 
5mmo 1) £?§^U ^{k^y^T^;- 1 ) 40 
AlM^tySffi3. 1 5m 1 &0°CIZXM7L. SiB. 
JCT1 «FRHttfUfc- r<7)ti*lml SrJPxil^raft 

WwY???* — (Sl» ^pp*;Wx) M# 

llX* : 5 5 0 m g , iR* : 9 9 % 
MS(ESI.m/z) 550(M+Na+) 

H-NMR (CDC13) : 2. 14-2. 20 (2H, mh 2.41 (3H, d) , 3. 
67-3.72 (2H, mh 3.89 (3H, dh 4.15-4.24 (2H, mh 50 
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4. 52 (2H, d) v 5. 98 (2H, d) , 6. 60-6. 99 (7H, ra) , 7. 19 
-7.32 (5H, mh 10.2 (1H, s) 
[0 19 1] 7) 4- (3-^^^/U^^v'7 P P3jf^rv' 
-4-/ ^y-7x^) -6-^^-2- (3, 
4-^fl/y^Wxy^ry) - 1° y vV- 3 

4- (3--0^^-^i/7 P n/K= 3 r^-4-^ h^>- 
^zn^/u) -6-^^-2- (3, 
*i/y^; -h^yy-3-7^7t K5 5 0m 

g (1. 0 4mmo 1 ) SrTk 5 m 1 , i&fc^UVl 0 
ml|:»U *?pT\ 2-^f^-77y4 3 9mg 
( 6 . 2 6 mm o 1 ) , 75 Kfi£S£ 1 5 1 m g ( 1 . 5 
6 mm o 1 ) , WM^Wtl- HJ^3 2 9mg (3. 6 
4mmo 1) SriPx., SilttlWjfLfe 0 

MSr*7A^PVf^77^ (ffffffi ^pp*7^ 
A: *9J-fr 9:1) |:t»8L, 3IJSfl^«Sr# 

IR4 : 2 6 8 m g . IR* : 4 7 % 
MS(ESI.m/z) 544 (MH+) 

H-NMR (CDC13) : 2. 07 (2H, quint), 2.37 (3H, sh 3.6 
3 (2H, th 3.78 (3H,sh 4.14 (2H, th 4.49 (2H, 
s) N 5. 94 (2H, s) x 6. 53-7. 10 (7H, m) , 7. 24-7. 29 (5 
H, m) 

[0 19 2] mMffl3 2 4- [3- (2-t Kp+V 

-2- (3, A-tJ-ui/i/jrici/y*; -t o y 

4- (3-^<yy/^yyp^y-4-^ h3->- 
:7x^/U) -6-^^-2- (3, 4-^f l/y^t 

g (0. 2 3 9mmol) Sr^^y— ^5ml, ^pp 
*M2mlti^U 1 0%^7^!?A«*«rttllE* 

jn;t-c, 7kmwm%T (1 a tm) safcrsisiiMfHi 

IR* : 6 0 m g % lR*P : 5 5 % 
MS(ESI.m/z) 454 (MH+) 

H-NMR (CDC13) : 2. 04 (2H, th 2.41 (3H, sh 3.84-3. 
88 (5H, ra) N 4. 23 (2H, t) % 5. 98 (2H, s) , 6. 60-7. 15 
(7H, m) 

[0 1 9 3] Hi£#j3 3 4- (2-^y^Vi^^ 
P/K^y-5-^^y-7x^/i/) -6-^^-2 

- (3, -tl.^y 

1) 2-^<V^U^-^r'>7 P Pdf^v'-5— ^ h^rv— < 
TA^V#HMT\ 2-tKp^y-5-n^y^ 
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XTA"rfcK2. 00 g (13. ImmoDSrDMF 
2 0mlC*i»U 60%**fktMJ^6 3 2mg 
(15. 8mmol) trlliiftKlT 1 l*HUHtLt 0 

;U3. 86g (15. 8mmol) Sr^fif^TJPX., 8 

OttTSfllWlfcc KJS*»t*SrJP*.ftlfc3i^ 

mtm -.mm^^ 10 : n tttu 

IKS : 1 . 9 7g, W: 5 0% 

H-NMR (CDC13) : 2. 12 (2H, quint) ; 3. 67 (2H, t) „ 3.8 
0 (3H, sh 4.15 (2H, t), 4.52 (2H, s) , 6.93-7.32 (8 
H, ro), 10.4 (1H, s) 
[0 19 4] 2) 1- (2--<yv J /^>'7 P P^>^ 

-5-^h*y-7x^u) - l -7r^- 3 

<^/& 

Tir h^A- h !J 7x^^^f)A ^p!) K3. 4 
9g (9. 84mmol) (30ml) 
t^LtM)^xh^v/K6 7 0mg (9. 8 4m 20 
mol) SrOtlfcTJBX-fco IS^IL, lB*lfflf#L 

fcft, 2 — ^;myyp^y-5-^^y- 

^yXT^ft K 1 . 9 7g (6. 5 6mmo 1) ^JJD 

^*V^/mfc*-^ (3:1) fcfflV*T»»L*»fc 

Ifc* : 1 . 8 2 g . : 8 2 % 30 
MS (ESI. ra/z) 363(M+Na+) 

H-NMR (CDC 13) : 2. 13 (2H, quint) , 2. 32 (3H, s) , 3. 6 
9 (2H, t), 3.79 (3h\sh 4.12 (2H, t) , 4.53 (2H, 
sh 6.69 (1H, dh 6.85-6.94 (2H, mh 7.07 (1H, 
dh 7.24-7.32 (5H, mh 7.82 (1H, d) 

[0195 ] 3) 4- (2 -^y^t^y^P^y 

- 5 - ^ h^rv'-^jnyu) - 3-y7/- 6 -^^vt- 

-2-t°y k>^^ 

a-y7;7th7;K4 9 5mg (589mmol) 

5:DMSO2 0mi|:^u 7;My#|MT, t - 40 

^F^y*!)»?^6 00 g (5. 35mmol) , 1- 
(2-^y> J /Wy7 P P^y-5-^ h*v^-^3i 
-l-^f^-3-tyi. 82g (5. 35 
mmo 1) *r*afcTHB*Al±T, 1 5#|ffl«#Ui: 0 
TLCMTlR»©JBffeSrSlBLfcft, t-^F^y*!) 
£ A 1 . 80g (16. lmmol) £AP;t, g£*£ 1 

*»t3j|t t£l6S:2 Oml JD^Tl^ra«^"T5 

U 7k, — (i:i) 50 
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Sfc#U 1 OOr^V^TlftftJlS-arTjRJBft'a**' 

ifcfi : 1 . 7 3 g , : 8 0 % 
MS(ESI.m/z) 427(M+Na+) 

H-NMR (CDC13) : 2. 04 (2H, quint) , 2. 40 (3H, sh 3. 5 
7 (2H, t) , 3. 80 (3H, s) , 4. 10 (2H, t) , 4. 49 (2H, 
sh 6.18 (1H, sh 6.82-6.96 (2H, mh 7.25-7.31 (7 

H, m) 

[0 19 6] 4) 4- (2-^>'^/U^^r->7 P 0 7K^v' 

-6-^f^-t°y^y^ 

4- (2— <Vi>/^^-^^ P n/K= 3 r^>-5-^ h^rv— 
7^^/U) -3-y77-6-^f;u-2-t: fl y H> 

I. 7 3g(4. 28mmol) Wy$ft!JyiO 
ml£JP;t, 10 0m5W»Lfc o r<£>^ ft 

(^jp^> 7k, ta»«W7k, iafpAifi*T*)(s*a}*"t-5o 

4X4 : 1 . 3 6 g , IR* : 7 5 % 
MS(ESI.m/z) 445(M+Na+) 

H-NMR (CDC13) : 2. 01 (2H, quint), 2.60 (3H, sh 3.5 
3 (2H, th 3.80 (3H,sh 4.10 (2H, th 4.48 (2H, 
sh 6.79-7.32 (9H, ra) 
[0 19 7] 5) 4- (2-^y^myyp^y 
- 5 h*is~ y^^Jl") -3-y77-6-^f^ 
-2- (3, A-^^U^i/^i/y 3Lj*i/) 

7;l/=fyf|IT, tf^;U5 3 3mg (3. 8 6m 
mol) ^DMFlOrall^U 6 0%*3lHfrJ- V 
y^A154mg (3. 86mmol) £: OTCfcTJP 1 
uftWkW^lt. 4- (2— <y^t* 

i/7 P p ; K^v'-5-^ Y^^-yx-^jV) -2-{7 uu 
-3->7;-6-^f;u-b p y ^> 1. 36g (3. 
2 2 mmo I) £#P;i, 8 O^ICT 1 2 B^ftl^ Lfc 0 

Kj£^£7k[-fcrt\ »»^^-e^r«wsrttUL. & 

l/:»ttt=*Jl> 3:1) fcltfU »Wt£»*»fc 0 
Ifc* : 5 5 0 m g , : 3 3 % 

MS(ESI.m/z) 547(M+Na+) 

H-NMR (CDC 13) : 2. 03 (2H, quint), 2.41 (3H, s) , 3.5 
6 (2H, t), 3.80 (3H,s), 4.11 (2H, t) , 4.48 (2H, 
s), 5.99 (2H, sh 6.63-6.97 (7H, m), 7.22-7.31 (5 
H, m) 

[0 19 8] 6) 4- (2-<<l/\/frit**/Z?ui£**/ 
-5 y*i/-y 3l^ji>) - 6 -t*?vu- 2 - (3, 
4-*=f-\slsi/**i/y3Lj -h°])i/>-3-T 

TyW^>#[SmT, Om 1 4- (2 
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AO -3-y7;-6-^;V-2- (3, 4-y^l/ 
^^^ri/^^y 3f>0 -try 5 Omg (1. 0 

5mmo 1) &jfe&>U **ft^y^f^7^5 = !? 
AlM^fy§$3. 15mlS:0tttM, Ifi 

itXm : 4 3 0 m g N iR$ : 7 8 % 
MS(ESI.m/z) 550(M+Na+) 

H-NMR (CDC13) : 2. 03 (2H, quint), 2.41 (3H, sh 3.5 
6 (2H, th 3.80 (3H,s), 4.11 (2H, t), 4.48 (2H, 
s) > 5.99 (2H, s), 6.63-6.97 (7H, m), 7.25-7.31 (5 
H, mh 10.2 (1H, s) 

[0 19 9] 7) 4- (2-'<y^*^ojK**> 
-5-^ ^^-7x^) -6-^^-2- (3, 

4-^i/y^>7x; ^r>» -try ^-3-* 

4- (2 -V^^-^r^D/K^^-S-^ h^rv— 

^ai^yb) -6-^^-2- (3, 

-h°y^-3-7;VftK4 3 0m 
g (0. 8 15mmol) 5 m 1 , Jfrffcy ^ I/> 1 
OmltSi^U tR^T. 2-^f;l/-7ry3 4 3m 
g (4. 89mmol), 7; KflSUl 1 8mg (1. 
2 2mmo 1 ) , W&Wfc1r Hi^2 5 8mg (2. 
8 5mmo l) SrJP^U SSl:T2fflSj$bfco Ki£ 



ttmk*l3 7J*9w b?77j — 
!VJ± : /—A, 9 : 1) KT»J 

Ifea : 3 4 m g , IR* : 8 % 
MS(ESI.m/z) 544 (MH+) 
H-NMR (CDC13) : 1.90 (2H, quint), 
th 3.44 (2H, th 3.71(3H, s), 3. 



2.35 (3H, quin 
93 (2H, t), 4.39 



(2H, s) % 5.94 (2H, sh 6.55-6.83 (7H, m), 7.22-7.2 
8 (5H, m) 

[0 2 0 0] mm&l3 4 4- [2- (2-fc Kn*-> 

-2- (3, -try 

4- (2 -^y^t+S/^PJl?*^- 5 — y h^ri/ — 
7?L~)\,) -6-^^-2- (3, 4->f-U>v>>j- 

^y^y*^) -t°yyy-3-*;^yi26m g 

(0. 0 4 7 8mmol) Srx^;^U5mltS^ 
U 1 0%/^v ? '>jUj^*^^»JPx.T. 7K*#ffl^ 
T (1 a tm) MKT4 8P*HHWLfc fl 



10 



20 



30 



40 
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IR* : 18mg, lR*P : 8 3 % 
MS(ESI.m/z) 454 (MH+) 

H-NMR (CDC 13) : 1.88 (2H, br sh 2.41 (3H, sh 3.65 

(2H, br s) % 3. 78 (3H, s) , 4. 01 (2H, br s) , 5. 98 
(2H, s), 6.61-6.87 (7H, m) 

[0 2 0 1] 5 6- (2- (5-^f^7!j 

)V) ) -4- (4-y Y*i/7=c~;l>) -2- (3 N 4 
-* s ?\'ls*Jit**/7=.^fr***s) t°y 

1) 2- (3- (4-n= 3 rv/7i^) - 2 ~7p^< 

2-7tf;U-5-^f;V7 7y2. 48g (2 0. 0 
mmo 1 ) , p-7^X7^ft K2. 4 3ml (2 
0. Ommol) ©THF5 0ml^|IlSt*Kft 

h y ^g«2 0m i srjpisa-e4 praam-So 

L38iS«:i/y*y^*7A^D^h^77>f- (IMfcn - 
fvU:-^ 1 : 5ot^l : 1) K#L*Hft-& 

IR* : 2. 4 5 g> IR* : 5 0. 5% 
MS(ESI,m/z) 243 (MH+) 

H-NMR (CDC13) : 2. 44 (3H, s) , 3.85 (3H, sh 6.21 (1 
H, ddh 6.93 (2H, d), 7.23 (1H, dh 7.25 (1H, dh 
7.60 (2H, dh 7.83 (1H, d) 
[0 2 0 2] 2) 3-^77-4- (4-y h^>7x 

^yu) -6- (2- (s-y^/u^yyu) ) try kvcd 



50 



T/I/^ySlftT, IIWy7th7 5K8 5 0m 
g (10. lmmol) , t-^b^rv/^^Al. 1 
3g (10. lmmol) (Z)DMSO 1 Om 1 git 2 
- (3- (4-^ F^y7x^;l/) -2-7 P a^y^ 
/U) - 5 -y f;U77^2. 45 g (10. 1 mm o 

1 ) (0DMS0 2 Om 1 SrJPx.1 54>ra»^5o t- 
^b^v-^y^ix3. 40 g (3 0. 3mmol) SrJP 

JR* : 2 . 6 6 g N IR* : 8 6 . 0 % 
MS(ESI,m/z) 282 (MH+) 

H-NMR (CDC13) : 2. 44 (3H, sh 3.89 (3H, sh 6.25 (1 
H, sh 6.74 (1H, sh 7.04 (2H, d) , 7.67-7.70 (3H, 
m) 

[0 2 0 3] 3) 2-^DP-3-y7;-4- (4- 

y y*i/7^=L)\s) -6- (2- (5-^f^7y 
/u) ) try^v^j* 

3 -vT y -4 - (4-y h^v^^—AO -6- (5 
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-ff-)V7y)V) t°!J H>2. 6 6g (8. 7mmo 
1) ZttismtV >l 5 m iK#D?L9 Ofe-ft« 

iRi: : 2. 6 0 g 

H-NMR(CDC13) : 2. 42 (3H, sh 3.90 (3H, sh 6.21 (1 

H, dh 7.05 (2H, dh 7.22 (1H, d) , 7.60 (1H, sh 10 

7.684 (2H, d) 

[0 2 0 4] 4) 3-V/7V-4- (4-^ h^r^7x 
=A0 -6- (2- (5-^f;U7!J;i/) ) -2- 

(3, A-^^uiy^-t^^y^=.jvir^^) 

■feiJ^E— 20 g (8. 7mmo 1) , zkifttF 

y^7oomg (eoyo^y^^^a^ 1 

7. 5mmol) <fc 9 fffiK Lfc^ x. J * > t^D 
MF2 0ml»2-^PP-3->7;-4- (4 

h^v^aL—zlO -6- (2- (5-^^/vy!J 20 
A-) ) tl^2. 6 0giJPi7;^>fIMa 
TlB$ra*#"r5 0 WETSKSrSSL, mt*$m=- 

^*-y-> i : 3) ^nu^btiz&ihztsbicmm^ 

TAs : -3r^> 1 : 1 X^^^h, ^H^«fSr# 

JRft: 7 5 0mg, JR4* : 3-^77-4- (4-^ h 
^tv^^-^) -6- (5-/^Ji-y K^i 30 

9 2 0 . 2 % 
MS(ESI,m/z) 427 (MH+) 

H-NMR(CDC13) : 2. 37 (3H, sh 3.89 (3H, sh 6.03 (2 
H, sh 6.10 (1H, dh 6.72 (1H, ddh 6.80-84 (3H, 
rah 7.06 (2H, dh 7.39 (1H, sh 7.68 (2H, d) 
[0 2 0 5] 5) 6- (2- (5-*3-Jl'7V^) ) - 
4- (4-?l h*->7x~M -2- (3 N 4-*3-U 
ymv/7x^t^v') b° y i/>-— 3 -7/l^ft K 

3-V-T/-4- (4-^ h^r^7x^) -6- (2 40 
- (S-^fvl^y/U) ) -2- (3, 4->^U>>? 
^v'^^/U^v') t°!i^3 0 0mg (0. 7m 

moi) ^yfyi 0mii:^iL7^^yfiIT 

12. 8ml (2. 8mmo 1) Sr^T1"5 0 SfiT* 2 

0#9t#U ^*«Srir9-f h£^T«K&1-3o SHE 
£ ^«ETg* U» b tLfc8SE Sr S/ U # 

(ftlfca:^:^^^ 1:3) fcft 
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iRik : 9 Om g 
[0206] 6) 6- (2- (5-/^jUy])M ) - 
4- (4-^ Y*i/7*~Jl>) -2- (3, 

yv^^v^^/M-^) t°y ^>-3-*/u#^K 

6- (2- (5-^^^y/U) ) -4- (4-^h^r 
^/7x^/l/) -2- (3, 4 v'?:^ 
t°y yy-3-7^ft K9 Omg^iiW 
fuy2ml, Tklmlll^U 0tt2-^^- 
2-^>'0. 2ml (1. 9mmol) , 7; YWSfc 
30mg (0. 3 lmmo 1 ) , W&MWtt h V $ J* 9 
Omg (0. 78mmol) 4riPX.^Si^M LT 1 BfFfl 

-eK«LT«BET*IKt«4i-ao »6*Lfc»aEt^y 
1:1) fcttL*Wfra*«r#fc 0 

1R» : 13m g> iR# : 3-^77-4- (4-^h^ 
v^^^/p) -6- (2- (5 -/f/uy y yu) ) -2 

- (3, 4~^^l/>v ; ^^v-^^riyl.^^v,) b°y^ 
>J:«94. 2% 
MS(ESI,m/z) 446 (MH+) 

H-NMR(CDC13) : 2. 35 (3H, sh 3.85 (3H, sh 6.00 (2 
H, sh 6.05 (1H, ddh 6. 69 (1H, ddh 6.75 (1H, 
dh 6.79 (1H, dh 6.80 (1H, dh 6.97 (2H, dh 7.34 
(1H, sh 7.48 (2H, d) 

[0 2 0 7] Hte#j3 6 6- (2-^-Jry x=^j\s) - 
4- (4-^ Y*i/7*~M -2- (3, 
>i?**i/y 3L~frjt**/) b°y ^-3-A;u*yS 

1) 2- (3- (4-^ h^v-^^/U) -2-7 p p-< 

2-7W;Uft7iy2. 5g (19. 8mmo 
1) , p-7^7/Vft K2. 43ml (20. Om 
mo 1) (DTHF 5 Oml ia^*»ft;^hy £ 

«2 0ml SrJnx.^fi-C4 PMatM-ao Blfc^ 

4 >!i*^>*7A^D-7f^77>f- (g^ggzn^yU:^ 
*^>- 1:3) fcl{*L*Hfc<&**#fc. 
*R* : 2 . 7 6 g , iR* : 5 7 . 1 % 
MS(ESI,m/z) 245 (MH+) 

H-NMR(CDC13) : 3. 86 (3H, sh 6.94 (2H, dh 7.18 (l 
H, ddh 7.31 (1H, dh 7.60 (2H, dh 7.66 (1H, d 
dh 7.83 (1H, dh 7.85 (1H, in) 

[0 2 0 8] 2) 3-V-7V-4- (4-^^y7x 
~SU) -6- (2-ft7x^) h°y h*y<D&j$ 
Tj\y=f>Wm%T, Sfi^>777th7? K9 5 0m 
g (11. 3mmol) , t-^h*i/*!l^l. 2 
7 g (11. 3mmo 1 ) (DDMSO 10ml 2 
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- (3- (4-t< b^fv^zc^/U) -2-7 P P^y^f . 
AO ^^^^^2. 7 6 g (11. 3mmo 1 ) (DDM 
SO2 0mlttx.l5^1tff5 o t-^h^v"* 
y->^3. 8 0g (3 3. 9mmol) ZMz. 1 

y>^-*-*» ^*#H^Ti^rflm^bfc^, 
1^^^7k^TAP^WffiL^ B H B Sr»ffii-t-5 0 

4K* : 3 . 8 7 g . [Rip : ^SW 

MS(ESI,m/z) 309 (MH+) 10 
[0 2 0 9] 3) 2-^pp-3-^77-4- (4 - 
h^v-y^n^) -6- (2 -^rt^nyp) t° y v? 

3->7;-4- (4-* h*S/!7:*~A0 -6-^ 
7:*= A' try K^3. 8 7 g (12. 6mmo 1 ) 

*i/mt !)yi5mi [cmm 170 °c^-mmwi-%o 
Rifc^^-eaa^baimt-frfcsrWfco n<otonrtt 20 

: 2 . 2 1 g 
MS(ESI,m/z) 284 (MH+) 

H-NMR(CDC13) : 3. 89 (3H, sh 6.96 (2H, d) , 7.17 (1 

H, ddh 7.56 (1H, dd) , 7.58 (1H, s) , 7.61 (2H, 
d), 7.77 (1H, dd) 

[02 10] 4) 3-^77-4- (4-^ F^r^7x 
~;\>>) -6- (2~i L *7^~Jl<) -2- (3, 4 

i!t^^9 4 0mg (6. 8mmo 1) , TkifttF 30 
U!)A5 4 0mg (eoyo^^fV^^-^a^ 1 
3. 5mmol) £ 9 ffr# Lfc7 m / 3^ 
MF10ml»2-^PP-3-^7/-4- (4 
h^y7x^b) -6- (2-^^-^^^^) t°y 
'^2. 2 1g^DMF2 0mlt^iUJOi, TA 

JR* : 1. 82g,lR^:2-(3-(4-^ h^^7 
:c=.A0 -2-^/^^) ft7xyi 19 3 7. 6 40 
% 

MS(ESI,m/z) 331 (M+Na) 

H-NMR(CDC13) : 3. 90 (3H, s) , 6.04 (2H, s), 6.75 (1 
H, dd). 6.84 (1H, d), 6.86 (1H, d), 7.05-7.10 (3H, 
m), 7.37 (1H, s), 7.42 (1H, dd) , 7.60 (1H, dd) , 
7.66 (2H, d) 

[02 11] 5) 6 - (2-^*7*-^;U) -4- (4 
Y*i/7=-~A') -2- (3, A—**f-\s>*?it* 

z/7 ^—jvir*^) t°y ^y-3-7^ft K<ofh£ 

3-y77-4- (4-^ h^v'y'^A) -6- (2 50 



#BB¥l 0-2 9 9 7 9 
82 

-W7x^) -2- (3, 4-^^U^v ? ^-=^'>7 
=.=.;\s*3ci/) t°yyy8 6 0mg (2. Ommol) 
^-<>-ir>2 Om 1 tc^LT/U^>#fflmT^ST*7K 

ml (8. Ommol) 5rfl§T1-5 0 SJfi"C 2 «p|B8H* 

MSr'>y*W7A^o-7h^77^ 

1 : 3) fctf L«Hft-&*t#*io 

iRJt : 4 Om g 
MS(ESI,m/z) 432 (MH+) 

H-NMR(CDC13) : 3. 88 (3H, s) , 6.03 (2H, s), 6.72 (1 
H, dd), 6.82 (1H, d), 6.84 (1H, d), 7.02 (2H, d) , 
7.06 (1H, dd), 7.27 (1H, s), 7.36 (2H, d) , 7.40 (1 
H, dd), 7.57 (1H, dd), 10.25 (1H, s) 

[0212] 6) 6- (2-^-*7^=-/\s) -A~ (4 

b^ri/7x^yl/) -2- (3, 
>7 ^-A^v-) h°y S*:x-3-#A3j?vR<0^j$ 
6- (2 -^yt-y^n/U) -4- (4 h^v^:*^ 
A) -2- (3, 4-^Uyv ? t^>'7i^t^ 

h°y yy-3-7/Urt K4 0 m g SrJtgfb^ 
2ml, yjclm IMjgjftU 0tT*2 f /U- 2 
TVO. 1ml (0. 9mmo 1 ) , Kfi£B£2 Om 

g (0. 2 lmmo 1 ) , SMBtt^ h y^40mg 

(0. 5 6mmol) SrlP^MKS LT 3 0 »RI8H^ 

/^P-7^77^ (ftifcaif'/U : ^**>' 
1:1) l:WL«^^#f: 0 
IRS : 4 Omg, IR4* : 3-y7;~4- (4-^ 
i/7^=^M -6- (2-ft7x^) -2- (3, 

4. 5% 

MS(ESI,m/z) 448 (MH+) 

H-NMR(CDC13) : 3. 79 (3H, s), 5.98 (2H, s), 6.68 (1 
H, br), 6.74-6.82 (2H, m), 6.90-6.98 (2H, m) , 7.04 

(1H, dd), 7.28 (1H, m), 7.34 (1H, br d), 7.40-7.4 
8 (2H, m), 7.50 (1H, d) 

[0 2 13] HJ&#ij3 7 5-3-K-4-(4-^h 
^y7x^/i/) - 6 ^A- 2 - (3, 4-^^U>- 
mi/7i^'7) -fc*y v?>-3-*yU7K>^CD^ 
J* 

1) 3-V-T/-5-3-K-4- (4-7< ^«>7i 
j^AO -6-^A-2-b°y K>-<7>£/& 
7A^>#H^T\ 3->7y-4- (4 h *->:7 
-6-^f;U-2-t°!J K^l g (4. 4 2m 
mo 1 ) SrTir MF!);HOml Kj&&>U N-a £ 
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{t^^^m^f 5 K ©TN I SirPfct*) 1. 9 9g 
(8. 8 4mmol) SrJPx.T. 10 0°CtT, 1 

IKS : 9 4 O m g , iR* : 4 8 % 
MS(ESI.m/z) 389(M+Na+) 

H-NMR (CDC 13) : 2. 73 (3H, s) , 3. 88 (3H, s) , 7. 02 (2 

H, d), 7.23 (2H, d) 10 

[0214] 2) 2-^pd-3- v-T / - 5 - 3 — K 
-4- (4-> h*->7x^) -6-y^vV-tfy 

3-V-T/-5-3-K-4- (4-^ h^'>7xn 
;W -6-^f;V-2-t°U Ky9 4 0mg (2. 5 7 
mmol) \Z.ttirf&{kl) >3 0 m 1 SrJP^ 1 0 0°C 

IRS : 7 3 0 m g , JR^ : 7 4 % 

H-NMR (CDC13) : 2. 90 ( 3H, s ) % 3. 88 ( 3H, s K 7. 0 
3 ( 2H, d ) , 7. 19 (2H, d ) 
[0215] 3) 3-S/T/-5-3 — K-4- (4- 
^ h*i/7s^) -6-7«^/U-2- (3. 4-^^- 

7;M>HIT> irt^^aUmg (1. 89m 
mol) S:DMF2 0ml|:^U 6 0 %7k*{b^ h 
!i^A91mg (2. 2 7mmo 1) ^OmiPi 
lB*RfflM*Lfc. ^<7>l£. 2-?dd-3-5/7/-5 30 

^7 3 Omg (1. 8 9mmo 1 ) £AP;i v ^ 

7>f- («K ^U-^iBK^:^ 3 : 1) Kft 

IRS : 4 0 0 m g % IR* : 4 4 % 
MS(ESI.m/z) 487 (MH+) 

H-NMR (CDC13) : 2. 71 (3H, s), 3.88 (3H, s), 6.02 (2 40 
H, s) x 6.63-6.82 (3H, m) , 7.04 (2H, d) , 7.24 (2H, 
d) 

[0216] 4) 5-3 - K-4- (a-* y*i/y=. 

~/U) -6-^^-2- (3, 4-^U^v?;*-3rv' 

T;u^V#|S^T, Il^f^3m 1 5-a— K 
-3-y7;-4- (4 h^y7x^;l/) - 6 

(3, 4-^^U^i/^-^f->^3i/dr^) - 
t 0 !)v>yi83mg (0. 3 7 6mmo 1 ) £jgj&>U 

y ^7^5 = ? A 1 M^tf 1 1 50 
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1 3m 1 SrOtdTJPx., tlCTllllJHtLt, ^60 
^lmlfcMlUIBSttLfcl -*9-<h*IL» 

IRS : 1 7 0 m g , iR* : 9 2 % 
MS(ESI.m/z) 490 (MH+) 

H-NMR (CDC13) : 2. 70 (3H, s) N 3.88 (3H, sh 6.02 (2 
H, sh 6.63-6.82 (3H, mL 7.03 (2H, d) H 7.24 (2H, 
d), 9.91 (1H, s) 
[0217] 5) 5-3 - K-4- (4-^ h*is7*. 
- 6 2 - (3, 4-^fl/y^'> 

5-3- K-4- (4 h^>7:n-yU) -6-^ 
/U-2- (3, 4-y fwy^^xy^^/) -fc° 

!lv ? y-3-7^ftKl70mg (0. 3 4 7mmo 

1) Sr*5ml, Wct^WX Om 1 
T\ 2-^f^-7ryi4 6mg (2. 0 8 mm o 

1) , KS6&5 lmg (0. 521mmol) , ffi 

tliithy^AllOmg (1. 2 1 mmol) £JP 
iItT2«FM»tfLfc 0 K/S^(-*£JPx., tt 

9:1) t^otMu mm<k&®t:mtz. 0 

IRS : 1 Omg, 1R$ : 6% 
MS(ESI.m/z) 506 (MH+) 

H-NMR (CDC 13) : 2. 66 (3H, s) . 3. 83 (3H, s) N 5. 99 (2 
H, s), 6.58-6.78 (3H, m), 6.92 (2H, dh 7.14 (2H, 
d) 

[0 2 18] HJ£#J3 8 5- (3-t Kn^v-- 1 - 

zf\2^<-jv) -4- (4 -y y^isy^^M - 6 -y 

9vU-2- (3, 4-^fl/ym'>7x^y) - 

1) 3- [3->77-4-n + v'7x^-6-^ 
2 - (3, 4-^f uyi/t*'>7x/^r^- fc° 
-2-7n^>i ^^vI^^tvU 

3-y7;-5-3-K-4- (4-^ h^rSy?^^ 

yu) -6-y^yU-2- (3, 4 

-t°yyy5 2 0mg (1. 0 7mmol) 

^DMF5mU:^U 7^/*xf;H 3 4mg 
(1. 3 4mmo 1) , Pd (OAc) 212mg 
(0. 0 5 3 5mmol), h V 7 x. nyUTfc* 7 > 2 

8m g (0. 10 7 mm o 1 ) , h V =^^JUT 5 V 5 m 

1 SrAPx., 1 0 0t:i:T2 4^raj|tfLfc o RJESRfc 

^ 5:1) CtMIL, *Mft^*S:»fco 
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JlX* : 3 4 0 m g N : 6 9 % 

MS(ESI.m/z) 459 (MH+) 

H-NMR (CDC13) : 1.25 (3H, th 2.53 (3H, sh 3. 
H, sh 4.17 (2H, qh 5.81 (1H, d) , 6.01 (2H, 
6.65-6.83 (3H, mh 7.13 (2H, dh 7.27 (2H, d) , 
(1H, d) 

[0219] 2) 5- (3-b Ko*5/- 1 -^p^ 
)V) -4- (4-> N^v^^oi^/W) -6-^^-2 

- (3, 4"-^fl/y^^7xy^>» -t°y^>- 

7;U^>SiaT, fift^f l/yi0mlt, 3- [3 
-v-T/-4-> h^rC/^^^^-6-^^-2- 

(3, 4-^f i/ym^>7xy ^>-t o y v?>-5 

-2-/P^yi xf^f/V3 4 0mg 
(0. 7 4 2mmol) £jga>U itMftfM VfTfr 
7^^^1M^t>S$5. 19ml ^OtCT 
JP*., ^ja^TlBfeS^Lfco yjcim 1 SrJnx.ll$rafll 

J*9wY?77 4*- (?£Kt$E : Blfctfvl' 

5:1) tttU aWfr&4fc*#fc. 
ifc* : 1 2 0 m g , &m : 3 9 % 
MS(ESI.ra/z) 420 (MH+) 

H-NMR (CDC 13) : 2. 46 (3H, s) , 3. 86 (3H, s) , 4. 09 (2 
H, br sh 5. 58-5. 68 (1H, mh 6.01 (2H, s) N 6.16-6.2 
9 (1H, mh 6.62-7.26 (7H, mh 9.99 (1H, s) 

[0 2 2 0] 3) 5- (3-kKP*>'-l-/D^ 
)V) -A- (4-^ Y$ri/y olz=-)V) -6-^/1—2 

- (3, 4-y^uisi/jr^i/y -fcTy^v 
-3-*^#V^^ 

5- (3-t Kn*v/-l-yD^;l/) -4- (4 - 
^ b^'>7x^) -6-^^-2- (3, 4-^f* 
U>-v?^^rv^^aiy ^r-» — h°!J 3 — TVl^fc K 

12 0mg (0. 2 8 6mmol) £tK 5 m 1 , i&fc* 
f 1/^1 Oml t^L N Tk^Tx 2-y^/^-y r y L y 
1 2 Omg (1. 7 2mmo 1) , 75 2 m g 

(0. 4 2 9mmo 1 ) , Eifigigtf- h!J^A90. 5 
mg (1. OOmmol) £JPx., S8Kt 3 B^KW* 

*pd*a^ : *9 J—)\> 9:1) {C-CWRU * 

1R» : 4 2 m g . : 3 4 % 

MS(ESI.m/z) 436 (MH+) 

H-NMR (CDC 13) : 2.41 (3H, sh 3.79 (3H, sh 5.58 (1 
H, dth 5.97 (2H, sh 6.21 (1H, dh 6.59-6.88 (5H, 
mh 7. 11-7. 14 (2H, m) 

[0 2 2 1 ] HJEM3 9 6-^^n^-4- (4-^ 
h*'>7i-;V) -2- (3, 4-. 



n77^7t K2 
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=.zz.}VHr**/) try v?>-3-*yU#^»(0^fig 
1) 3- (4-n^>7x^) - 1 -Jr*V- 1 - 
7 * 2 - y d -Oct>£j& 

Ti?h^^/>2. 4g (20. Ommol) , p—T 
4 3ml (2 0. Ommo I ) (D / 
h y ^5 Omg^Biifi 

«*fiiat^ ^* > ^^TMSffTi§«^S4 L2SSE 
10 5:v'y*W7A^P-7h^77>f- (ftg^^vl" : 

^tfyi : 3) \cttLmm{k&®zmti 0 

Ki : 3 . 0 g , HX* : 6 2 . 9 % 
MS(ESI,m/z) 239 (MH+) 

H-NMR (CDC13) : 3. 85 (3H, sh 6.94 (2H, dh 7.40 (1 
H, dh 7.45-7.60 (5H,mh 7.78 (1H, d) N 8.01 (2H, 
m) 

[0 2 2 2] 2) 3-VVV-4- (4-^ h^->7x 

7^^>#iIT, m&X*i/TST± h75 Kl. 0 6 
20 g (12. 6mmol) N t-^h^^U^l. 4 
lg (12. 6mmol) CODM SOI Oml ¥§>$i\C 3 
- (4-^ h^r^^zn-yW -i-j-^y-i-y^- 
yl/-2-7 P D-<y3. OOg (12. 6 mm o 1 ) <DD 
M S O 2 0 m 1 gl^JOi 2 0 5)Flitft 5o t -^h 
*^*U!)A4. 24 g (3 7. 8mmoI) £JP;i 1 

30 iKfi : 3 . 12 g> iRf : 81. 9 % 
MS(ESI,m/z) 303 (MH+) 

H-NMR (CDC13) : 3. 84 (3H, sh 6.60-7.10 (5H, mh 7.4 
0-7.90 (5H, m) 

[0 2 2 3] 3) 2-^PP-3-yjy-4- (4- 
y Y*i/7=.=-;V) -6-y^^sUt°V i/ls<D&$L 
3 ~ "yT J — 4— (4~y h^ry7xn/U) -6-7x 
~/ut°y KV1. 32g (4. 4mmo 1) 5:^^! 
it]) V2 0m I (C^<5?L1 OOlCT'-lftm^-rSo 

iRft : 7 7 Omg 
MS(ESI,m/z) 321 (MH+) 

H-NMR(CDC13) : 3. 90 (3H, sh 7.08 (2H, dh 7.52 (3 
H, mh 7.63 (2H, dh 7.76 (1H, sh 8.06-8.10 (2H, 
m) 

[0224] 4) 3-V7V-4 - (4~y h^v"?^ 
-6-7x^/l/-2- (3, 4- t^Ul/i/-** 

50 tf^/P3 3 0mg (2. 4mmolh*HttF 
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!i^2 0 0mg (6 0%^^7V^^-^3^ 
5. Ommol) «t 9 MLfc7xy^-> K^f tV^D 
MF 10m lgte2-^PP-3-^7/-4- (4 
-7* h^rv^^—^) -6-7x^t a |jy ; y7 7 0m 

gSrJPx. T^=f^#H«TSia-e2«FIHHl#p-ra. « 

iR* : 7 8 Omg x JK$ : 3-^77-4- (4-^ h 10 

H-NMR(CDC13) : 3. 90 (3H, s), 6.04 (2H, sh 6.75 (1 
H, dd), 6.83 (1H, d) % 6.85 (1H, d) , 7.08 (2H, dh 
7.42 (3H, m) N 7.54 (1H, sh 7.68 (2H, dh 7.88 (2 
H, m) 

[0 2 2 5] 5) 6-7 ^^-JV- 4- (4~*h*i/7 

*"y) try ^y-s-r/uft K£>-&j£ 

3-V-T/-4- (4 - ^ h ^rv-y zn^/U) - 6 ^ 
^^-2— (3, 4— ^^l^v^^v^zn-^;^ 20 
>0 h°y^lOOmg (0. 2 4mmol) Srlftft^ 
^l/>(^|LT^^>#ffl^T0r-C7K*ft^ 
^TA^^A lM^fyMl. Oml (1. 0 
mmo 1) ^^T-T5o SfiklBIL— *«ffL, 

-/ui*-eKj£Srflt±i-a. i?at3o»gj$u ±7 

1 : 1) " fcWL*Hffc£4fe«r»fc. r.<7>t><7) 

KJEl-JB^So 30 
Jfe* : 6 Omg 
MS(ESI,m/z) 58 (M+MeOH) 
[0 2 2 6] 6) 6-7?l~)V-4- U-^h^v^ 
^-,1,) -2- (3, 4-^^U^^^rv'^ai^^ 
try 

6-^^^^-4- (4 F^y7x^/W -2- 

(3, 4-^^u>^^v-y^^7^^i/) ey^y 

-3-7/Uft K6 0mgWf^4m 1 x tK 2 
mltSISU 0tt2-^f^-2-7ry0. lm 
1 (0.9 mm o 1 ) , 7? KfifcBfe 20mg (0. 21 40 
mmo 1 ) s W&$mcf Y y -?A5 Omg (0. 70m 
mo 1) SrJPx.*afcJRLT2 0»|UHt#i-5. tttfls* 

*jK«r«*-fa« »b*tfcaaE«rS/y*^H»g|^o^ 
F^77^ (ftK^f-^ : — 1:1 2 0® 

UK* : 1 5mg, : 3 - v-T / - 4 - (4-^ h^r 

v^^-yU) - 6-7 2 - (3, 4— t^Uls 

^^rv'7x^= 3 rv/) fc° y v*>«fc 9 1 4 . 2% 
MS(ESI,m/z) 442 (MH+) 50 
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H-NMR(CDC13) : 3. 83 (3H, s) , 6.00 (2H, s), 6.70 (1 
H, m) , 6. 80 (2H, m) , 6. 97 (2H, br d) , 7. 34-7. 42 (3 
H, mh 7.44-7.52 (3H, m) , 7.84-7.90 (2H, m) 

[0 2 2 7] HJ60ij4 0 5- (3-t Kp*'>- 1 - 
7°Dt:» -4- (4-^ h*y7x^;U) -6-^ 
A—2- (3, A-t^ls^i/**^^; 3r'» -b 0 

y 3 

5- (3-t Kp*'>- 1 -7 P P^/U) -4- (4- 
J h^y7x^;L/) -6-^^-2- (3, 4-;*^ 
l/yyt^/7xy^y) -b°y 3 
lOmg (0. 0 2 3 0mmol) ^x^y-;U5rnl 

Wft&>u i o%^7 ^^A^*S:««E*Jpx.r, *m 

#fflMT (1 a tm) tfittmWLflo 

1R4 :8rag, JR^ : 7 8 % 
MS(ESI.m/z) 438 (MH+) 

1H-NMR (CDC 13) : 1.50-1.59 (2H, m) , 2.45-2.52 (5H, 
mh 3.45 (2H, t), 3.83 (3H, sh 5.98 (2H, sK 6.60 
-6.78 (3H, mh 6.93 (2H, dh 7.17 (2H, d) 
[0 2 2 8] nmffl4 1 3- (5— T YyVjfr) - 

4- (4-n^>7i^) -6- (2-^^7 
)V) -2- (3, 4-^^-U>^^ri/7 ^^JV^ 

fya?^-&a 

3-^77-4- (4-^ h^i/y^^yU) ~6- (2 
-f^^^^AO -2- (3, 4-^l/ym>'7 
^-/Ut^y') kli/yiOOmg (0. 2 3 mmo 
1) S: h;uxy i Om 1 |:S»L7^kt H) 1 0 
Omg (1. 5mmol) , Jltffc h y - n -X^Vl^X 
0. 2 7ml (1. Ommo 1) A^MLfe7^fch 

Ifcfi : 2 0 m g , JR* : 1 8 . 4 % 
MS(ESI,ra/z) 472 (MH+) 

H-NMR (DMS0-d6) : 3. 76 (3H, sh 6.63 (1H, ddh 6.86 
(1H, ddh 6. 88-6. 96 (3H, m) % 7.13-7.20 (3H, m) , 7.6 
6 (1H, dh 7.79 (1H, s), 7.95 (1H, d) 
[0 2 2 9] 2 3-'[3-*yu#*i/yU-4 

h*v^7*^U-6-^^l/-2- (3, 4-^^ 
uyyt^->7xy ^r>» -t°y>?>-5 — f/K| -2 

5- 3 — K— 4 - (4-^ h^y7x^) -6-^^ 
/U-2- (3, 4-^^UV^^^ri/^^y ^v') -t° 
Uv ; y-3-AMVS4 0mg (0. 0419mmo 
1) jDMF3mlt»U 7^!);l/|xf/H2ra 
g (0. 11 9 mmo 1), Pd (OAc) 20. 88 
9mg (0. 0 0 3 9 6mmol) , h})7^~;l<*X 
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lmg (0. 0 0 7 9 2mmol), bV^ 
f;V7^3ml^M, 10 0tl:T3BWL 

pn*M;^/^ 9 : 1) KTfiMKU *Sfc 

JRm : 20mg, IR* : 5 3 % 
MS(ESI.m/z) 478 (MH+) 

1H-NMR (CDC13) : 1.24 (3H, t) x 2.48 (3H, sh 3.79 10 
(3H, s), 4.15 (2H, qK 5.76 (1H, d) N 5.99 (2H, 
sh 6.59-7.14 (7H, m). 7.41 (2H, d) 

[0 2 3 0] HJ£#J4 3 5- (3-t Kp^tV- 1 - 
^p^/V) -4- (4-^ F^rv/7x^) -6-^ 

fvu-2- (3, 4 fuy^t^^x^) -3 
1) 1- (4 h^v^anyu) -1-7x^-3- 
p -T^^T^Tt K5 0m 1 (4 11 mmo 1 ) £7 

t h y 3 o o m i t^g L i h y A^i 20 

5 0ml «rJq*JK»-e- (ifejf £M-£ 0 Tir h v£rjj£j±T 

IRS : 5 7 . 4 g N IR^< : 7 9 . 3 % 
MS(ESI,m/z) 177 (MH+) 

H-NMR (DMS0-d6) : 2. 36 (3H, s), 3.85 (3H, s), 6.72 
(1H, d), 6.93 (2H, dh 7.48 (1H, d) , 7.50 (2H, d) 
[0 2 3 1 ] 2) 3-V/7/-4- (4-^h^fv'^ai 
^/U) - 6 - t° y 

7;^>SiMT, iflt->7/7t hT5 K2 7. 4 30 
g (3 2 6mmol) , t h V $ A 3 6 . 6 

g (3 2 6mmol) (DDMSO 6 0 0m 1 g«t 1 - 
(4 -> F^y7x^) - l -7r V- 3 5 
7. 42g (326mmol) SrJPx. 1 5 ftfflti&'i' 
5 0 t-^h^Ay^llOg (9 8 0mmol) 

IRS : 5 8 . 5g, J|R^ : 7 4 . 7 % 40 
MS(ESI,m/z) 241 (MH+) 

H-NMR (CDC13) : 2. 50 (3H, sh 3.88 (3H, s) , 6.28 (1 
H, s) N 7.01 (2H, dh 7.60 (2H, d) 

[0 2 3 2] 3) 3—>7V-4- {4-* Y^i/y 
^/u) -6-^^-^-5-3 — K -2 - t°U K^fl^fiR 
3-V-7/-4- (4-^ h^r^x^) -6-^^ 
^fc°y K>7. 86g (32. 7mmol) £7-i?h~ 
HJ;H00ml M*g#PU N-3-?ft3^^i^ 5 K 
14. 7g (6 5. 3 mmo 1 ) SrJPA, — KdnfK&gdliE 

-f3 0 ft*^/^-ea»L*«t; 5 o 
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IU* : 8 . 4 2 g , i!X$ : 7 0 . 3 % 
MS(ESI,m/z) 367 (MH+) 

H-NMR (DMS0-d6) : 2. 53 (3H, s), 3.88 (3H, s) , 7.07 
(2H, d), 7.22 (2H, d) 

[0 2 3 3] 4) 2-^nn-3-v'7/-4- (4- 

©-St* 

3-VT7-4- (4 Y*i/y x-^-fr) -6-^^ 
/U-5-3— K-2-try KV8. 42g (23. Om 
mo 1 ) *Hr**/mM yiOOml L 1 0 0°C 

IR* : 6 . 7 6 g . lR^ : 7 6 . 5 % 
H-NMR (CDC 13) : 2. 90 (3H, sh 3.88 (3H, s)\ 7.03 (2 
H, dK 7.24 (2H, d) 
[0 2 3 4] 5) 3-->7;-4- (4-* b^risy x. 
-6-^^-/1^-2- (3, 4-^ fl/y^v/ 

-5-3— Kt°y 

-fclJ^E— /U 2 . 5 6 g (18. 5 mm o 1 ) N tK*^ 
HJ>)A8 9 0mg (6 0°/oW^f>f^^3y, 
22. 3mmol) £ 19 fNc Lfc 7 31 ^ * *> hV $TXD 
DMF 5 0ml 2 - ^ n n - 3 - i/T J - 4 - 

(4-^ h^v^^^U) -6-^^-5-3- Kt° 
yv»7. 12g (18. 5mmol) ^OTODi, 
7/u^V#|MTiKIlt3 0»IHHJBM-5 o ^J± 

Ls *JB{frg^6. 4 7g^|/: c gfe#^^«7k«^-v 

1 : 3) |21ffLSbKO. 72gWfc. 
flX4 : 7 . 19 g> iR*|< : 7 9 . 9 % 
MS(ESI,m/z) 487 (MH+) 

H-NMR (CDC 13) : 2. 71 (3H, sh 3.89 (3H, sK 6.65 (l 
H, dd), 6.72 (1H, d) % 6.81 (1H, d), 7.04 (2H, dh 
7.24 (2H, d) 

[0 2 3 5] 6) 3-V-7V-5- ( 2 h *v'Jt/A' 
^-yl/xrn/U) -4- (4 h^ri/^m^yP) -6 
(3, 4->^l^>-^^f^7^^W) 

3-y7/-4- (4-^ h^v-^^/U) 
/U-2- (3, 4->f l/y^^7x^) -5- 
3 — Kt°y y>2. O g (4. 1 mmo 1 ) , TV ]) 
l^/HOml (9 2mmol), hy-n-^U 
7?y3. Oml (1 3mmo 1) , Bt^7^^^2 
Om g (0. 0 9 mmo 1 ) J:DMF 2 Om 1 {Clj^^L 

1 5 o°cT'i ommummmi-Zo ^mm^m^u 
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JR* : 1 . 9 0 g , : £»fft 

MS(ESI,m/z) 459 (MH+) 

H-NMR(CDC13) : 1. 26 (3H, t) , 2.53 (3H, sh 3.87 (3 
H, sh 4.18 (2H, qh 5.81 (1H, dh 6.03 (2H, s) % 
6.67 (1H, ddh 6.75 (1H, d) , 6.82 (1H, dh 7.02 (2 
H, dh 7.26 (2H, dh 7.43 (1H, d) 
[0 2 3 6] 7) 3->77~5- 

1 -/p^) -4- (4-^ h^fv-^m^yU) -6 10 
~^^/V-2- (3, 4-^^U^^^r^7^^U) 

3-V-T/-5- (2-3i I.^v'^^tK^U^x— A-) 
-4- (4-^ h^i^^n^) -6-^^vv-2- 
(3, 4-J^uyi>jr*i/7zrL=./U) 5 
7g (3. 4mmol) %:WC* *f* Uy 2 0 m lMffifl? 
LT/VrfV^HMT- 7 8gT*7kSf{fcvM' y^T/V 
^^lM^*fyS?Sl3. 7ml (13. 7mm 
ol) £JRT1-5o -7 8ST*1^1«jfU 
^t7KT5iSSr^ih-r5o Sat2«JfU iry>r 20 

i:i) CttLgift^ftS:ffc 0 
IR* : 1 . 1 7 g , JR* : 82. 6 % 
MS(ESI,m/z) 417 (MH+) 

H-NMR(CDC13) : 2. 47 (3H, sh 3.86 (3H, s) N 4.11 (2 
H, m) , 5.64 (1H, dt) , 6.02 (2H, sh 6.28 (1H, d 
th 6.67 (1H, ddh 6.75 (1H, dh 6.81 (1H, dh 6.9 
8 (2H, d) % 7. 2 6 (2H, d) 

[0 2 3 7] 8) 5- (3-t Kn^rv'-l-^P^ 30 
jV) -A- (4-^ h*isy*~M - 6 -fvU- 2 
- (3, 4-^l/y^'>7x^) -3- (5- 

rh7^^) t°y v^?>g^Sc 

3 -yjy- 5 - (3-tFD^ri/-l-/p^;V) 
-4- (4-n^7x^) -6~^^-2- 

(3, 4 -^fuy^^x^l/) h°y^>3 0 0 
mg (0. 72mmol) Sr > 1 0 m I L 

Tv^fc^ MJ^3 0 0mg (4. 6mmo 1 ) , ifrffc 
Mi-n-7'f^XO. 8 1ml (3. 0 mm o 1 ) 
a>fefft*Ut7S*fc hV-n -^/l^XfcJq*.— BUB 40 
*«lt«1-*. l«JB!ttt«rJP^ fflaft^/i^ttmu 

Wfco 

JR i : 2 0 0 m g , IR* : 6 0 . 5 % 
MS(ESI,m/z) 460 (MH+) 

HRMS(FAB) 460.1599 (C24H22N505 460.1621) 
H-NMR(DMS0-d6) : 2. 45 (3H, sh 3.71 (3H, sh 3.88 
(2H, mh 4.73 (1H, mh 5.63 (1H, dt) N 6.05 (2H, 
sh 6.20 (1H, dt), 6.53 (1H, ddh 6.75 (1H, dh 6. 50 
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81 (2H, dh 6.89 (1H, dh 6.93 (2H, d) 
[0 2 3 8] H160J4 4 3- (2- (3, 4-J^U 

>Vjr*i/y*~;\<$'*i/) -3- (5-xhvvV 
)V) -4- (4-^ h*i/7x^) -6-^^/l^t°y 

1) 3-^77- 5 - (2-#/U#>>^-r— ^) -4 
- (4-^ h*5/7i=;u) -6-^^-2- (3, 
4-^ fuyyt^V7xn;l,) t°|jyy^ 
3->7/-4- (4-^^'>7x^) -6-;^ 
/U- 2 - (3, 4-^ f l/yyt*i/7x^) -5- 
3— Ktry v?^7 2 Omg ( 1 . 5mm o 1 ) , 7^ 1) 
/U» 1 . 0ml (14. 7 mm ol) , MJ~n -7^ 
J^T^Vb. 0ml (2 1mmol) ,S8^7^ 
1 Omg (0. 0 4mmo 1 ) SrDMF 10ml KT&ffr 
LI 5 0lC"e2«pWUlPj|M|«i-5. U 

JRS : 4 5 0 m g , IR* : 7 0 . 6 % 
MS(ESI,ra/z) 431 (MH+) 

H-NMR(DMS0~d6) : 2. 45 (3H, sh 3.75 (3H, sh 5.82 
(1H, dh 6.10 (2H, sh 6.72 (1H, ddh 6.96 (1H, 
sh 6.98 (1H, dh 7.12 (2H, dh 7.26 (1H, dh 7.34 
(2H, d) 

[0 2 3 9] 2) 3- (2- (3, 4 - * ^ U^i/Jr* 
l/y^—tvit**/) -3-y7/-4- (4-^ h^y 
7x^;l/) -6-/ =f-/Ut°}) M y^<J 

3-y77~5- (2-*/^#>v'3i-7 L -^) -4- 
(4-n^'>7x^) -6-^^-2- (3, 4 

-^fl/y^V7x^) t'D^yiOOmg 
( 0 . 2 3 mm ol) , ]) V 0 . 1ml ( 1 . 1 

mmo 1 ) fl/>5ra 1 t^LWSC 100 

m g ( 0 . 5 2 mm ol) , ^ 9vV7 ^ 7 b° y i/> 5 

mgS:jn*.a[jt"C4i*iB8Wi-5 0 asi^^-ctttu 

1R* : 1 2 Omg. 1R* : S*W 
MS(ESI,m/z) 500 (MH+) 

H-NMR(CDC13) : 2. 51 (3H, sh 2.96-3.04 (2H, mh 3.4 
0-3.50 (2H, mh 3.54-3.68 (4H, mh 3.85 (3H, sh 
5.91 (1H, dh 6.03 (2H, sh 6.66 (1H, dd) % 6.74 (1 
H, dh 6.82 (1H, dh 7.01 (2H, dh 7.26 (2H, dh 
7.46 (1H, d) 

[0 2 4 0] 3) 3- (2- (3, 4 - * *f- Uls *JHr* 
i/y xL~>\s3r*is) -3- (5-fh7^^) -4- 
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(4-/ h*i/-7x.~/l>) -6-^^t°y 

3- (2- (3, 4-^ fl/y^i/7x^t^r 

-3-yj;-4- (4-y h^rv^zn^yu) -6 
-y^yut°y v^-S^yi^) /D^y^^^T^/K 
^Uy7;Kl2 0mg (0. 2 4mmol) £ h 
yuxysmltiifu T^kthy^lOOmg 
(1. 5mmo 1) , Ifkhy-n-^fy^XO. 2 
7ml (1. Ommol) ^bMUT^k F!) - n 

(Hi: 70mg, W: 53. 8 % 
MS(ESI,m/z) 543 (MH+) 

HRMS(FAB) 543.2004 (C28H27N606 543.1992 M 
H+) 

H-NMR (DMSO-d6) : 2. 48 (3H, sh 3.16-3.27 (2H, tnh 
3.36-3.60 (6H, mh 3.72 (3H, s) , 6.07 (2H, sh 6.3 
4 (1H, dh 6.55 (1H, ddh 6.77 (1H, dh 6.86 (2H, 
dh 6.92 (1H, dh 6.97 (2H, dh 7.22 (1H, d) 20 

[0 2 4 1] HM#l4 5 4- (4-> h^v^m^ 
yu) -6-^^-2- (3, 4-y ^UVv^^v^ 
^nyU) -5- (3- (2-b°U vM^^vO - 1 
D^n/W) -3- (5-fh7/y;V) t°y^><7)^ 

i) 2-7U;^v't p y^y(Z)^ 

DMF 2 Om 1 f 2-k Ko^v'lfy ^0. 96g 
(10. lmmo 1 ) tC6 0 %7k*fb^ h V ^0. 4 
4 g (11. 0 mm o 1 ) , ^itT ]}^2. 6ml (3 
0. Ommol) **»-e4l*|ffl»#Lfc 0 «UTtD 
MFS:a*«7KSrJnx., IW^^TttWLWMifril 30 

jjJffrtw h^yy^— (?na^;l<J* : y ^ y — yW 

50:1) "C»*lL«Hft-fr»«r»*:o 
ft* : 1 - 1 2 g ( 8 . 2 6 mm o 1 ) , JR* : 8 1 . 
9% 

H-NMR (CDC13) : 4. 55-4. 60 (2H, m) . 5. 14-5. 29 (2H, m) , 5. 
89-6.03(lH,mh 6. 15-6. 20 (1H, t) , 6. 57-6. 60(lH f dh 
7. 22-7. 36 (2H, m) 

[0 2 4 2] 2) 3-y7;-4- (4-^*'>7x 
—fr) -6-^^-2- (3, 4-^^U>v J ^-^r'> 40 
:7m~yl0 -5- (3- (2-1:^^;^^) - 1 - 
^d^/U) t°y ^>O^RR 

DMF6ml *3->7y»5-3-K-4- (4-y 

h^ci/y^—fr) -6-y^vu-2- (3, 4-y^u 

>v*tf*v':7:*^l0 t°!ii/y2 8 4mg (0. 5 8m 
mo 1 ) , 2-7!i;^Vt 0 !J ^1 2 lmg (0. 
8 9mmo 1 ) , St^7^^ 15mg (0. 07m 
m o 1 ) thy rf^jVT 5 V 0 . 42ml (1. 76m 
mo 1) £1 50°CT3. 5 ^ra*nJR«ff Lfc Q «£T 
"eDMFtr«*«*«rlP*, ifBt^^"ettttJL^T«S 50 
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h y ffiTiiLfc 0 »«est 

i/JJ XF/Ww h^7^>f- (^nu*yl^:y*y 
-^ 100:1) T*»»L««ft^4*S:»fc. 

:212mg (0. 4 3mmo 1 ) , : 7 3. 

5% 

MS(ESI,m/z) 494 (MH+) 

H-NMR (CDC13) : 2. 43 (3H, s, Me) , 3. 86 (3H, s, MeO) , 4. 50- 
4. 52(2H,dh 5. 52-5. 62 (1H, dth 6.02(2H,sh 6.04-6.1 
0(lH,dth 6.21-6. 27 (1H, dh 6. 51-6. 55(1H, dh 6.63- 
6.83(3H,mh 6. 86-6. 90 (1H, m) , 6. 92-6. 95 (2H, d) x 7.18 
-7.2l(2H,d) N 7.28-7. 32 (1H, m) 

[0 2 4 3] 3) 3-y7/-4- (4-^^^7x 
~yu) -6-y^-yu-2- (3, 4-^^I/y^*^ 
y^^jV) -5- (3- (2-t°y i/frtti/) - 1 - 

-fu-<z=.jv) try ^<z>-&j* 

7v J fktMJ«)A2 15mg (3. 3 lmmo 1) iriS 
ith ] jy^^y^0. 54ml (I. 99mmol)£r 
*10ml^*»T-C4l*|HH»#Lfco *ft^fl/Ve 

ttfflL#M*«*«l«^hyi>^'CR«k, »±Ti§l§ 
Lfc. J5!Sl:^xyi5ml, 3->7/-4- (4 
f^^7x^;U) 2- (3, 4-y 

f-U 5/7 -5- (3- (2-\?!)isA' 

ttis) -l-7*<<=-/l>) h°!)^212mg (0. 
4 3mmol) &JP;i 4 0 fffi««S Lfc 0 ^fflT*2^S 

J&fi :127mg (0. 24 mm o 1 ) , (X^ : 5 5 . 
2% 

MS(ESI,m/z) 537 (MH+) 

H-NMR (DMS0-d6) : 2. 40 (3H, s, Me) , 3. 70 (3H, s, MeO) , 4. 4 
4-4.47(2H,dh 5. 51-5. 61 (1H, dth 6.05(2H,sh 6.06- 
6. 13 (1H, dth 6.20-6. 33 (2H, mh 6. 51-6. 55 (1H, rah 6.7 
1-6. 91 (6H, m) % 7.24-7.28(lH,mh 7. 31-7. 38 (1H, m) 
[0 2 4 4] 6 3-(2-(3, 4-y^U 

>i/^^y *~/\s***s) -3- (s—rh^-f 
;u) -4- (4-> b*i/y*~M -6-y^yut: 0 y 

v^-5-^yu) 7 P n/V^^^7->K y >T 

3- (2- (3, 4-y5 L l/>v ; ^=3rv'^a:^yU^^r 
>") -3- (5-rh7^^) -4- (4-yh^>> 
•7zn^yu) -6-y^yUfc°y v^-5-^yU) r/n-^y 
Yy^7>K ^!)>7? K30mg (0. 0 6m 
mol) S:DMF10mltS#U 10°/o^7^^ 
S$l Omgrtx., **J±4kg/m2 N MST*— Rfe 

: ^^ri^> l : 1 Ti^L*Hfc£4fcfc»fc. 
IKS : 2 0 m g , : 6 6 . 8 % 

MS(ESI,m/z) 545 (MH+) 
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HRMS(FAB) 545.2139 (C28H27N606 545.2149 M 
H+) 

H-NMR(DMS0-d6) : 2. 22-2. 32 (2H, m) N 2.45 (3H, sh 
2.58-2.68 (2H, m) , 3.02-3.08 (2H, m) , 3.24-3.38 (4 
H, mh 3.42-3.50 (2H, mh 3.73 (3H, sh 6.05 (2H, 
sh 6.51 (1H, ddh 6.72 (1H, d) % 6.83-6.92 (3H, 
mh 7.04 (2H, d) 
[0 2 4 5] mmm4 7 t°y^-2-^/W^y| 
3- [4- (4-7 Y*t*s7=.~jV) -6-7^- 

2- (3, A-^^U>i/^i/y^J -3- 10 
(1 H— r by y-/is-5 — f/U) t°V i?>-5-4 

)V\ - 2 -^p tVyxxr/W'&iJ 

t°n!Jy|81mg (0. 6 5 4mmol) £ b/^> 

g ( 0 . 7 18 mm o 1 ) , b V ^fvKT ^73mg 
(0. 7 18mmol) fcjqx., 8 0ttT2Wjf 

-4- (4-7 h^r^^m^yl/) -6-7^-2- 
(3, 4-^fl/yv ? t^'>7x7+^) -3- (1H 

-x YyV— — i ;u) -t'U^yiOOmg 20 
(0. 2 18mmol) & 8 0 °C{CXM^ ^Cl 2 

i$ra«#Lfc 0 RftmTik, K«**K:i 2 

v-^bf^y 4— (MfflW. ? o ci tJvVA : 7 ^ 7 

9:1) CtftSL, 
i&fi : 60m g> Ifc* : 4 8 % 
MS(ESI.m/z) 580 (MH+) 

lH-H-NMR(DMS0-d6) : 2. 45 (3H, sh 3.61 (3H, sh 4.5 30 
6 (2H, dh 5.66 (2H,dth 6.05 (2H, sh 6.40 (1H, 
dh 6.52-7.06 (7H, mh 7.74-7.77 (2H, mh 8.24 (1 
H, d) 

[0 2 4 6] Hl£^!l4 8 77>-2-*;w^;yg 

3- [4- (4-7 h^C/^^/b) -6~7fvV-2 
- (3, 4-^^1/7^77x7^7) -3- (1 
H-fh7/^-5-^;v) t°y v^-S-^w] - 
2 -7p tvyx^f/wM 

2-777*M*7Sl4 6mg (1. 3 1 mm o 1 ) 
^F^xy5ml tg^U 7v ; ft77xx;l/^x^!i 40 
;M19mg (1. 5 2mmo I) , b V ^)^T 5 > 
154mg (1. 52mmol) SrJPx., 8 0°C(-T2 
B#ra*#L*:o *0^5- (3-1: Kn^7-1-^D 
^-/l.) -4- (4-7 F^77xx;l/) -6-7^/W 
-2- (3. 4-^f U77t^77x/^r7) -3- 
(1H-7 F7/-^-5 — f/U) -t°!i77200m 
g (0. 4 3 5mmol) £ 8 0 "Ct-TJn^U §?>M4 

8i$IB«#L*:o KJCE*IT«, Ei£*«t l ajeftifc* 

2mljJD^ 3 0^WLfcI, K«B»«K*SrlP 
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(ftftffi : 7^7- 

^ 9:1) ttilL, «Wt£*«:#fc- 
Ifcg : 1 6 0 m g N W : 6 5 % 
MS(ESI.m/z) 569 (MH+) 

1H-NMR (CDC 13) : 2. 49 (3H, s) , 3. 69 (3H, s) , 4. 57 
(2H, dh 5.65 (1H, dth 5.96 (3H, br sh 6.34-7.14 
(10H, m) 

[0 2 4 7] 9 777-2-^W#7i 

3- [4- (4-7 F^ry7xx/1/) -6-7^/1"- 

2- (3, 4-7f^t^7x;*v/) -3- 
(lH-f h7^-5 — f/U) t^S/y- 5 ->f 

/uj - 2 -:7p fc°i/>^^7Vi/<o^jc 

5- (3 - fc Kp^7- 1 -yn^/l/) -4- (4- 
^ ^^7x^1 -6-7^-2- (3 V 4-7^ 

uy^-^xyt^) -3- (iH-r h y y — 

-5--T^) -t^yyiOOmg (0. 218mmo 
1) ?:t o yyy5ml|:»U 2-7d^/^P7>( 
K4 3mg (0. 3 2 6mmol) SrSB^Tinx. 4 ff£ 

^yy^—m-UW fvu^jUJ* : J? /<-;U 9: 

1) fcTWKU *Wfra*Sr#fc. 
IfcS : 7 0 m g , IE* : 5 9 % 
MS(ESI.m/z) 554 (MH+) 

1H-NMR (CDC 13) : 2. 45 (3H, sh 3.66 (3H, sh 4.70 
(2H, d) , 5.60 (1H, dth 5.92 (2H, s) , 6.32-7.54 
(11H, m) 

[0 2 4 8] MMfflSO 3- (2- (3, 4-7^U 
>&**i/7 -3- (S-xh^TV 

)V) -4- (4-7 b^'yy^-^)^) -6-7^b°y 
— f/u) zfu^y 4 y?Ti/V Jxyy/i 

1) 3- (2- (3, 4-^fl/7^77 m^/M- 
^y) -3-y77-4~ (4-7 h^v^^n— yl/) - 

6- 7^b°y v?^-5 — (VU) 7 P P-<y^y^77K 
7x^77; K(D-frj* 

3- 777-5- (2-)&M>'>xtx;1,) -4 - 
(4-^ h^r77x^/U) -6-7^-2- (3, 4 

-^fy7yt^r77xx;l,) b°!Ji/>9 0mg (0. 
2 lmmo 1 ) x 7x y 70. 1 g (1. Ommo 1 ) 
Srlft^f l/75mli^LWSC8 0mg (0. 4 
2mmo 1) SrJPx.SS-e3«FRI8H*-ra o BEfcn^vu 

Lm^tm^ *s * a -eft** wet* 

: 4 0 m g s tinm : 37. 7 % 
MS(ESI,m/Z) 506 (MH+) 
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H-NMR(CDC13) : 2.52 (3H, sh 3.86 (3H, sh 5.79 (1 
H, dh 6.02 (2H, sh 6.66 (1H, dd) N 6.74 (1H, dh 
6.82 (1H, dh 7.00 (2H, d) , 7.50 (1H, m), 7.54 (1 
H, d) 

[0 2 4 9] 2) 3- (2- (3, 4- * =?U>i/**r 
«>7x^;^^r^) -3- - 4 - 

3- (2- (3, 4-^f-U^v ? ^-^"->^3i^y^^ 

is) - / - 4- V*"S7 *-^J\<>) -6 10 

T^^y 5 K4 OmgSr h/l^Vl 0 m 1 
U Tv^t^ HJ^lOOmg (1. 5 mm o 1 ) N 
h !J -n-y^XO. 2 7ml (l. Ommo 
1) ^&ff*LfcT^fthy-n-^^XS:JPx.3 
HIBiHJKflt«i-*o 4KM^t^f>M^Pi, 

# 5> ix 5 £i§i £Stfit^ fvu-Ciifei* L3fflHfr&« Sr t#fc 0 

JR* : 35m g> Jfc^ : 80. 1 % 

MS(ESI,m/z) 549 (MH+) 

H-NMR (DMS0-d6) : 2. 55 (3H, s), 3.73 (3H, s) . 6.07 20 
(2H, sh 6.36 (1H, dh 6.58 (1H, dd) , 6.80-7.10 (8 
H, mh 7.20-7.38 (3H, mh 7.62 (2H, dh 10.12 (1H, 
br) 

[0 2 5 0] |£Jt&#!l5 1 5- [3- (t°y 5 v^V-2 
-^fP^rV) -l-^P^] -4- (4-^ h^rV 
^^—AO - 6 -**f-;V- 2 ™ (3. 4 UVv^ 
*i/y 3ci/) -3- (lH-fh7^-5-^ 

a-) -t°y^(D^ 

T^rfV#H^T, 5- (3-tFP^>-l-yp^ 
-yl/) -4- (4-/ h^i/7x^;V) 30 
2- (3, 4-^^i/VC/^^ri/^^y 3r>0 -3- 
(lH-r h^^— a— 5-^a-) -t°U^y60mg 
(0. 13 1mmol) SrDMF5mll^U 60 
%i^mit-r hy filing (O. 2 6 lmmo 1) Sr 

5 v^3 Omg (0. 2 6 lmmo 1) ^atTiOi 

7A^P7h^77>f- (M ^Pn*A*i*:^ 40 
/-A- 9:1) (cTfitMU *H^«JSr#*io 
Ifc* : 6 0 m g N : 8 7% 

MS(ESLm/z) 538 (MH+) 

1 H-NMR (CDC13) : 2. 39 (3H, s) , 3. 69 (3H, s) N 4. 78 
(2H, dh 5.62 (1H, dth 5.93 (2H, sh 6.26-6.98 (9 
H, mh 8.46 (2H, d) 
[0 2 5 1 ] HJfc#j5 2 4- (4-y 

- 2 - (3, A-t^U^i/jr^ri/? 

xy^ri/) -5- (3- (2-*y y A-^vO -1- 
yn^) -3- (5-rFr/!i^) try>>V<Z)£ 50 
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i) 2-7y/m^;yy^ 

DMF 4 Om 1 *f> 2 - t Kp*^7 y V 3 . 08g 
(2 1. 2mmo 1 ) (C6 0%7k*ft:^ h y ^^0. 9 
0 g (22. 5 mm o 1 ) , ^{fcT !)/HOml (11 
6mmo 1) £S&-eitt»#Lfc 0 «)ETtDMF^ 

^hy?i>-eR«, «BET*fiLfc 0 a«E«:s/y*y^ 
^P7f^77^ (^*1fV : ftlfctfvl' 4 : 1) 

I&4 : 3 . 13g (16. 9 mm o 1 ) , : 79. 

7% 

H-NMR (CDC13) : 4. 94-4. 98 (2H, mh 5. 06-5. 26 (2H, mh 5. 
91-6.04(lH,roh 6. 73(lH,dh 7.22(lH,th 7. 33 (1H, 
dh 7. 50-7. 59(2H,m) x 7. 7 0 (1H, d ) 
[0 2 5 2] 2) 3-^77-4- (4-^ h^v^^n 

-6-^A—2- (3, 
7x7^y) -5- (3- (2-^7 y/M'^v') -1 

-yp^^) b°yi/>co^ 

DMF6ml^3-->77-5-3-K-4- (4 
h^rv^^-A-) - 6 2 - (3, 

yi/t*v/7i/*i/) t o y>?y2 8 5mg (0. 5 9 
mmo 1 ) N 2-7y/^^7 ]} VI 6 3m g 
(0. 8 8 mmo 1 ) , ftS^7^^ 17mg (0. 
0 7mmol) t MJ7^7^yO. 4 2ml (1. 
7 6mmol) £ 1 5 O^T* 4 l^nADMifl 2 Lfc. }$J± 

t-cdmf «re±« i a^saiesripx., ftn^i^-ett 

fco aS*'>!)*Wo^F^77>f- (^MTV: 
BUji^ 2:1) 

fit :240mg (0. 44 mm ol) , IR^ : 7 5 . 
5% 

MS (ESI, m/z) 5 44 (MH + ) 

H-NMR (CDC13) : 2. 40 (3H, s, Meh 3. 80 (3H, s, MeO) , 4.89 
(2H, dh 5. 59 (1H, dth 6.00(2H,sh 6. 14(lH,dh 6.61- 
6.81(6H,mh 7. 02-7. 09 (3H, mh 6. 63-6. 83 (3H, mh 7.19 
-7.27(lH,mh 7.47(lH,th 7.56(lH,dh 7.66(lH,d) 

[0 2 5 3] 3) 4- (4-n^7^/P) -6- 
^^-2- (3, 4->fl/y^^7x7 
-5- (3- (2- + 7!i/^'» 
7U) -3- (5-7h7/!J^) ^Vi/lscn^tfL 
7i/ftthy^4 0 8mg (6. 28mmol) i:46 
ikhy^^^Xl. Oml (3. 6 9 mmo 1) 
2 0ml WK*4fflHfLfc fl ift^fuyftt 

fflLwaw h y ^tm «ffT«»L 

fco 8JtCh/Vxy5mK 3-y77-4- (4-^ 
F^r->7x^) -6-/^-2- (3, 
y^v/717^;/) -5- (3- (2-*7!J;Ut 
+ - 1 -^D^^yU) tl^y2 3 5mg (0. 4 

3 mmo i) zmz.immwLLtc 0 ^ffl-e2S^ 
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ItKft : 1 5 8mg (0. 2 7mmo 1 ) , Ifc* : 62. 
3% 

MS(ESI,m/z) 587 (MH+) 

H-NMR (DMS0-d6) : 2. 39 (3H, s, Me) , 3. 64 (3H, s, MeO) x 4. 8 
4(2H, dh 5. 58(lH,dth 6. 04 (2H, sh 6. 10(lH,dh 6.43 
-6.56(4H,mh 6. 66-6. 74 (3H, mh 6.88(lH,dh 7.22-7.2 
8(2H,mh 7. 48-7. 55 (1H, rah 7. 66-7. 71 (1H, mh 7.86(1 10 
H, d) 

[0 2 5 4] HJ£#| 53 P-^**>*/U#>SI 

3- [4-^ Fary7x^-6-^f/I/~2- (3, 

4- ^^^^v ? ^^ri/^3iy -3- (IH-tF 

— fjv) ^y^/y-s-^^j - 2 -7°p 

5- (3 -fc Kn^y- 1 -^p^) ~4- (4- 
^ h^v^^zi/V) -6-/^^-2- (3, 4-^^ 

i/y^^x/^S/) -3- (iH-rF7/^ 

— 5 — f -^li^yiOOmg (0. 2 18mmo 20 
1) ^^y^ysmiic^u Z/jru^ ^f-y^/U/Jf 
-yl^p^ K48mg (0. 32 6mmo 1) 
tTJPil 2«FR|«»Lfco EJS»»t 1 a**HSr 3 

9:1) i:tfSML, 3M{frfr*«:#fco 

Jfeft : 4 0 m g % JRa£ : 3 2 % 
MS(ESI.ra/z) 570 (MH+) 

1 H-NMR (CDC13) : 1. 23-2. 30 (11H, mh 2.48 (3H, sh 30 
3.76 (3H, sh 4.51 (2H, d) , 5.59 (1H, dth 5.97 (2 

H, sh 6.25 (1H, dh 6.53-6.96 (7H, m) 

[0 2 5 5] Wt&ms 4 5- (3-b Ko*S/- 1 - 
-fu-<^;V) -4- (4-^ h^ri/^oi^yl/) - 6 
^vW-2- (2-^nn-4, 5 f I/V^^ 
m/^vO -3- (5-fh7/^^) try^v^fiK 
HJfcflU 3 *HtRfcfTofc 0 
MS(ESI,m/z) 494 (MH+) 

H-NMR (DMS0-d6) : 2. 16 (3H, s) , 3. 45 (3H, s) , 3. 62 (2H, 
mh 5. 37(lH,dth 5.86(2H, sh 5.94(lH,d) > 6.55(2H, 40 
dh 6.68(2H,dh 6.71(lH,sh 6.88(lH,s) 
[0 2 5 6] HJ609 5 5 4 — =&^* y 
3- [4- (4-^ h^rv/^^^/W) -6-^/1—2 

- (3, 4- t^Wtt**/? ~3- (1 
H-rh7^-5 — { jv) b°y^>--5— fyuj - 

2 - :/d t^i/yx^r^M 

5 - (3-b KP*y- 1 -yp^/V) -4- (4- 
* Y*i/73L=L>V) -6-/^^-2- (3, 4-^^ 

uz/i/jr*i/7 ilJ -3- (1 H-x YyV—j^ 

-5 — f/W) -t , !)^2 0 0mg (0. 4 3 5mmo 50 
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1) £fc°y v?y5m 1 [H^U 4-^1)^* 
:=^l^ n y K 9 8 m g (0. 653 mm o 1 ) Sr^fiM 
TSnx.4 8l*mffll#Lfco EJSSRfc 1 SSttlfcfc 3 m 

\ to*., Sixf^ctiaiL, ^*->!> a 



/-^ 9:1) KTttJRU *«frS**:»fco 
(R* : 1 2 4 m g , : 5 1 % 

MS(ESI.m/z) 573 (MH+) 

1 H-NMR (CDC13) : 2. 47 (3H, sh 3.24-3.76 (11H, mh 
4.09 (2H, dh 5.66 (1H, dth 6.00 (2H, sh 6.27 (1 
H, dh 6.47-7.07 (7H, m) 
[0 2 5 7] HJfcM 56 3- (2- (3, 4-^^b- 

-3- (5-7"h^yV 
/U) -4- (4-n^^7x^) -6-^^/Ufc°y 
5 — (M yu^yj y?Ti/Y 5 

4 tl^l«Kffofc 0 
MS(ESI,m/z) 585 (MH+) 

H-NMR (DMS0-d6) : 0. 85 (6H, th 1. 08-1. 44 (8H, m) , 2. 48 
(3H,sh 3.00(2H,mh 3.22(2H,mh 3. 71(3H, sh 6.06(2 
H,s), 6. 22(lH,dh 6.55(lH,ddh 6. 72(lH,dh 6.84(2 
H,dh 6.91(lH,dh 6.97(2H,d), 7.28(lH,d) 
[0 2 5 8] MMMB 7 3- (2- (3, 4-*^ls 

y^*'>7i^*'» -3- (5-rf7^ 

/U) -4- (4-^ h^v-^^xiyU) -6-^^/Wt°y 
^-5— 7 P P^^f^7^K 3, 4, 5- 

MS(ESI,ra/z) 639 (MH+) 

H-NMR (DMS0-d6) : 2. 55 (3H, s) % 3. 61 (3H, s) N 3. 73 (6H, 
sh 3. 74 (3H, sh 6.07(2H,sh 6. 34(lH,dh 6.58(lH, d 
dh 6.80-7. 02 (8H,rnh 7.24(lH,d) 

[0259] mmms s a- u-y y*i/y*.~ 

M -6-/^/U-2- (3, 4-^fU>^^7 
zcj*i/) -5- (3- (6-7^xi^-3-h 6 y ?i/ 
/^^ry) - l -7 p p^) -3- (5-rh7/U 
/!✓) h°y i/ls<D&jgL 

DMF5ml^5- ( 3 - t Kp *S/- 1 -7 p p^ 
;U) -4- (4-;* h^rv^^^u) - 6 -t^A'- 2 
- (3, 4-J^Ul/i?**ci/7xL/*i/) -3- (5 
-fh7yy^) t°!jyy58mg (0. 13mmo 
1) \C6 0%7k*fk^~ h y ^^4 Omg (1. Ommo 
1) , 3-^P-6-7x^t°!)f^40mg 
(0. 2 1mmo 1) Sr 8 Ott 3 ftHQAlSt ^tc 0 U!± 

tttHL^awi h y ^j±T«^ 



/l^A : t« ^ y • 



-/u 9:1) -e»«L*Hft'&*«r# 
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0 5 mm o 1 ) 



I&S : 3 2 m g ( 0 . 0 5 mm o 1 ) s : 41. 3 

% 

MS (ESI, m/z) 614 (MH+) 

H-NMR(CDC13) : 2. 47 (3H, s, Me) , 3. 68 (3H, s, MeO) , 4.92 
(2H,d), 5. 76(lH,dt) N 5.97(2H,s) N 6. 35-6. 95 (8H, ra) . 
7.00(lH,dh 7. 46-7. 53(3H,mh 7.80(lH,dh 7.93-7.99 
(2H, m) 

[0 2 6 0] HJ£#!l5 9 tT V i?>—2 — { 
fk 3- [4-> 2- 

(3, 4-^fUy^>7x;^» -3- (1H 10 
-7h7^-5-^;v) b°y v^-S-^fA-J -2 

5- (3-h KP^ry- 1 -yn-<^7U) -4- (4 - 

tv^-i/y^—As) -6-^^71—2- (3, 4-^^ 

U^^^rv^^^y -3- (lH~7h7^ 

-5 — {A>) -t°y ^2 0 Omg (0. 4 3 5mmo 
1) Srtrys^5ml fc*6»U t°!)^>"-2-*^ 
^P7^F t Kp^p!) Kll6mg (0. 65 
3mmo 1) Sr^a^T»P^4 8«F|K»ffLfco SiS^ 
«fc 1 3 m 1 *P;t. K^fvM-Tjl&tti U 20 

^opjfcyUA : *9 S—fr 9 : 1) CTill, %g 

IRS : 3 0 m g , JDtfB : 1 3 % 
MS(ESI.m/z) 565 (MH+) 

1H-NMR (CDC 13) : 2. 40 (3H, s) N 3. 60 (3H, s) , 4. 76 
(2H, d), 5.57 (1H, dth 5.94 (2H, s), 6.33-6.88 (8 
H, mh 7.48-8.03 (3H, mh 8.67 (1H, d) 
[0 2 6 l]|»j60 4-7 h 3-30 
[4-^ V*i/y^ ^/V- 6 ~ ^ f-jV— 2 - (3, 4- 
^fI/ym^7x/^'» -3- (1H-7F7/ 
— ¥})i/>-5 — f;Uj -2-ynt°U 

5- (3 -fc Kd*S/- 1 -/P^/V) -4- (4- 
^ h^v/7x^) - 6 A— 2 - (3, 4-^^- 

\s>i?tt*/y*s*i/) -3- (ih-tF7^ 

-S—fAO -t°!J^y2 0 0mg (0. 4 3 5mmo 
1) ^k°y^5mll^U 4-7>^r^yyV 
;^P7^Fl39mg (0. 6 5 3mmol) Sr^fi 40 
KTJPx.2 4«FWHI«sL*: 0 1 ft£ttlt«r 3 

*7A^D-7h^77>f- (SRt^R ^ pd*M : ^ 

9:1) ^TffiMU *«fr&**flfc 0 
iRm : 1 2 0 m g , : 4 3 % 

MS(ESI.m/z) 636 (MH+) 

1H-NMR (CDC13) : 0. 99 (3H, th 1.50 (2H, sexth 1.7 

9 (2H, quint), 2.48(3H, sh 3.68 (3H, s) N 4.01 (2 

H, th 4.71 (2H, dh 5.67 (1H, dth 5.96 (2H, s) , 50 
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5.96-6.93 (10H, id), 7. 8 4 (2H, d) 
[0 2 6 2] 1 5- [3- (5-y*n^t°y 

^y-2->fp^» -l-yu^-zu] -4- (4- 

^ h^riX^ai^yU) -6-^^-2- (3, 4-/^ 
Uym^7xyJr^) -3- (lH-fh7^ 

7/U^y#IIT, 5- (3-1: KP^^-l-yp^ 
-4- (4 zsl~)\s) -%—**f-)V— 

2- (3, 4-^fuy^^7xy **s) -3- 
(lH-fh^/^-S — f/l/) -k°!Jyy2 00m 
g (0. 4 3 5mmol) SrDMF 1 Om 1 |I^U 
60%*$fttf!i^A52mg (1. 3 1mmol) 
SrS»KTj!lPit"Cll*IB«#Lfc 0 *0>«2, 5-*J7 
P^t°yyy309rag (1. 3 1mmol) 

W - (mmm ?w A : ^ 9 J —fi> 9 : 1 ) \C 

IRS : 8 0 m g , : 3 0 % 

MS (ESI. m/z) 6 16 (MH + ) 

1H-NMR (CDC13) : 2. 43 (3H, s) N 3.69 (3H, sh 4.69 
(2H, dh 5.66 (1H, dt) % 5.90 (2H, sh 6.26-6.81 (9 
H, mh 7.60 (1H, qh 8.07 (1H, d) 

[0 2 6 3] mmme 2 3, 4, h*>y 
zz.~)V- 1 -*yw^ 3- [4-^ h^rv-^zr:^ 

/U-6-^^-2- (3, 4-^^-U>-^**'>73i 
;*ci/) -3- (lH-7h7^-5->{;U) b°y 
v»- 5 — f/W] - 2 -7* \fU^^^"r;V(D^^L 
3, 4, 5-hy^h*^|fi2 7 8mg (1. 3 
lmmol) 5rh;Uxy5ml|^L, 7> ? ft^7x 
^/U/^^/^y7U4 1 8mg (1. 5 2mmo 1 ) , h ] J 
xf;l/75V154mg (1. 5 2mmol) SrJPxi, 
8 0ttT2B|rWLfc o *©H5- "(3-t Kd* 

1 — 7v^<~jU) -4- (4—*Y**/'7x.~A') 
-6-^^/U-2- (3, 4-/^U>^^\yy^y 
^vO -3- (lH-7h7^V-5-^/U) - 1° ]) 
i/>2 0 0mg (0. 4 3 5mmol) 4:80tttJ)D 

iajBHfflt«r2mlflIi, 30^rfl*#L/cm, SJtS^ 



A : ^^y-yu 9:1) CTffiSU *Wfr&**# 

1R* : 1 2 0 m g N IR* : 4 1 % 
MS (ESI. m/z) 669 (MH+) 

1H-NMR (CDC 13) : 2. 45 (3H, s), 3.67 (3H, sh 3.79 
(9H, sh 4.55 (2H, dh 5.56 (1H, dth 5.95 (2H, 
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sK 6.25-6.87 (10H, m) 

[0 2 6 4] HJS#i|6 3 4- (4-^ b^>y^=- 
M -6-^^-2- (3, A-^^U^^yir^iyy 
= S*i/).-5- (3-t°7^«v'-l-7 P P^ 
)V) -3- (1 H--r Yy^-)V- 5 -4^) 

DMF 5m 1 <K HJ£0il4 3(7)ft^»2 2 7mg (0. 

4 9 mm o 1 ) 6 0 Hi^90mg 
(2. 25mmol) , ^ant'r^O. 05ml 
(0. 5 6mmol) £ 1 0 0 °CX* 3 fltBSJJPfl& Lfc 0 ^ 10 

JftS llOmg (0. 2 1mmol) 41. 
4% 

MS (ESI, m/z) 538 (MH+) 

1H-NMR (CDC13) : 2. 49 (3H, s), 3.76 (3H, s), 4.79 
(2H, d), 5.77-5.79 (1H, m) , 5. 98 (2H, s), 6.37 (1 
H, d), 6.50-6.77 (5H, m), 6.90 (2H, d), 7.99-8.17 20 
(3H, m) 

[0 2 6 5] HJ60ij6 4 4- (4-> h^r^^zc^ 
/U) -2- (3, 4 -^^U^^^ri/^^y - 
5- (3-b Kp*^-1-/p^^) -3- (1H 

1) 3-y77-5-3-K-4- (4-^ h^r^x 
~/U) -2-h°y K>©-&* 

Tir h y^4 3 Om 1 *K 3-y7/-4- (4- 
^ h^>7i^V) -2~t: o y K>1 3. 3 8 g (5 
9. lmmol) |:N-3-K^^^;Kl3. 4 30 
5g (5 9. 8mmol) £iP;L8. 5 B#raJPHftSS6 L 

J&S 12. 35g (35. lmmol) IR* 5 
9. 4% 

1H-NMR (DMS0-d6): 3.83 (3H, s), 7.08 (2H, d), 7.28 
(2H, d), 8.20 (1H, s 

[0 2 6 6] 2) 2-^nn-3-y7;-5-3-K 
-4- (4-* h^y'^AO fcTy^VO^rit 
3-y7;-5-3-K-4- (4-> h^rv'7x^ 40 
A) -2- try K>1 2. 3 5 g (3 5. 1 mmo 1 ) 

K^vdfrffcy >2 o om i £jpx i o o°c-eisfe*psa 

Lfc 0 PT^r^fby JP*e*S:«ia, 
^^rifV, ^^^v-RSEoi^yu (1 : 1) TSJI& 

Ife* 12. OOg (32. 4mmol) 9 
2. 3% 

MS (ESI, m/z) 371 (MH+) 

1H-NMR,(CDC13): 3.89 (3H, s), 7.05 (2H, d), 7.27 

(2H, d), 8.94 (1H, s) 50 
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[0 2 6 7] 3) 3-y7; - 5 - 3— K-4 - (4- 
/ h^v/7x^^) -2- (3, 4-^^^ 

DMF1 SOmlff', tt^-^4. 71g (3 4. 1 
mmo 1 ) , 6 0%7k*^ M 3 7 g (3 

4. 3mmol). 2-^DP~3-y7/-5-3- 
K-4~ (4-^ h^rv/7x^/U) t°!Jyyi 2. 0 0 
g (3 2. 4mmo 1) fcfflftTM l^mSff Lfc Q «£E 

(1:1) -eaa*, WEttMkLXHfb^tt^H- 

IKS 14. 5 2g (3 0. 8 mm o 1 ) IR¥ 9 
4. 9% 

MS (ESI, m/z) 4 7 3 (MH + ) 
1H-NMR (CDC 1 3 ) : 3. 89 (3H, 
s) , 6.0 2 (2H, s) , 6.6 3~ 
6.8 5 (3H, m) , 7.0 5 (2H, 
d) , 7.3 2 (2H, d) , 8.6 5 (1 
H, s) 

[0 2 6 8] 4) 3-X7V-5- ( 2 h =*r v^A- 
^i-/U^v~-/U) -4- (4-^ F^ry7x^/U) -2 

- (3, 4-^^\^>iy^-^i^y^y *>") tfyv^GD 

3 - v-T 7-5-3 — K-4- (4-^ ^'>7x = 
;u) -2- (3, 4-^f l/yy^y7x;^ry) fc° 
y^4 4 3mg (0. 94mmol) ^DMF8ml 
tS#L, S^V^^15mg (O. 07mmo 
1) t7^!J;l/ixf;Hml (9. 2 3mmol) > 
HJif;U7;yiral (7. 2 1 mm o 1 ) 5:100 

®M;t, wst^^-ettai h y 

Yfyy 4- (^*V-y-mm^^=2 : 1) -e»» 

1R* 3 2 0mg (0. 72mmol) 76. 
6% 

MS (ESI, m/z) 4 4 5 (MH + ) 
1H-NMR(CDC13): 1.28 (3H, t), 3.90 (3H, s), 4.20 (2 
H, qua), 6.03 (2H, s) , 6.29 (1H, d) , 6.65-6.87 (3 
H, m), 7.07 (2H, d), 7.33 (2H, d), 7.43 (1H, d), 
8.52 (1H, s) 

[0269] 5) 3-y7y-5- (3-tKo+'>- 
1 -yp^-yl.) -4- (4-y< h*i/7x=/P) -2 

- (3, 4-^I/y^'>7x; ^riy) t°y^>-(D 

3-y77-5- (2~^ h ^ v^yU/tf^yl^x-A-) 
-4- (4-^ h^rv'^zn^/Ix) -2- (3, 4-^^ 
l/yyt^'>7xy*'» h°yi/V2 3 4mg (0. 5 
3 mm o 1 ) Srfift^f l/y8m 1 }lg(jf L~ 7 8^(1 
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iffil. 1ml (1. lmmol) Sr 8 ^PflT**PXLfc 0 1 

mm 2 o amttttft $ & iok*flssM y -f^vr^ 5 = 

!?AlM^fySffiO. 5ml (0. 5mmol) £ 

yUT/l'S — £A lM^*1f>j&K0. 5ml (0. 5m 
mol) S:5^raT*Di^o 2 A'O. 
8mU*0. 8m 1 *J«x.fco tti6*atiiUit»S:« 

(^arifv-g^^^= i : i) fUSLSIft^ 
«r#fc. 10 
HXi 150mg (0. 37mmol) Ifc^ 70. 
3% 

MS (ESI, m/z) 403 (MH+) 

1H-NMR (CDC 13) : 3.89 (3H, s), 4.22 (2H, d), 6.02 
(2H, s), 6.20 (1H, dt), 6.35 (1H, d), 6.65-6.86 (3 
H, m), 7.04 (2H, d), 7.33 (2H, d), 8.43 (1H, s) 
[0270] 6) 4- (4-^ h*i/7=L^Sl') -2- 
(3, l/y^i/7^y -5- (3- 

t Kp^-^l-yp^/W -3- (1 H-y- hyy 

5 --f A') t° ]) \Sl/<D&$L 20 
7v?fttM)!>A4 3 6mg (6. 7 lmmol) fctfi 
^MJ^^^Xl. Oml (3. 69mmol) iO 
■ULfchy^y^^T^Kt 3-WV-5- (3 
-tKn^vz-l-yn^) -4- 
y^^jU) -2- (3, 4-^f i/yy^-*v'7xy 3r 
fc° y v/> 145mg (0. 36 mm o 1 ) £ h A"^ 
^5mK 1 1 0°CT*2 HWUlPSRLfco Ifit2N$i 

fcfeft«r^y Xtf/ufa-? hJfyyj- (^p^a 
-**S—fr=9 : 1) TfltML SkMTLC p o 30 
*/^-**/-^=9 : 1) T»»L*Hfk^«f«:1§ 

iRm 8. 5m g (0. 0 2mmol) 5. 3 

% 

MS (ESI, m/z) 446 (MH+) 

1H-NMR (DMS0-d6): 3.74 (3H, s), 4.00 (2H, m), 6.05 
(2H, s), 6.19 (lH,d), 6.36 (1H, dt), 6.51-7.07 (7 

H, ro), 7.33 (2H, d), 8.57 (1H, s) 
[0 2 7 1 ] l£Jt?#j6 5 5 - (3-fc Kn^v—2- 
l/yypt 9 ^) -4- (4-;* h*i/7*~^) - 40 

2- (3, 4-^J-Ul/i/sflci/y -3- (1 

t°y 

1) 5 2 -r7:n~/U- [1, 3] v^^tU" 

^yfy60mifT*2-^fuy-i, 3-yp/<y 

6 5g (3 0. lmmol) fc^yXT^ 
ft K3. 0 5ml (3 0. Ommol) $r^<Vif 
Om 1 tpX*Jk*ffc%tt:fch llftJralftiSaELfco SETT* 

h y 9**»«i?a&», h y ?at^ so 
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ft, «ET»*L*«ft-a4fc«r#fc. 

IRS 4. 65 g (2 6. 4 mm o 1 ) 8 8. 

0% 

1H-NMR(CDC13) : 4.52 (4H, s), 5.00 (2H, s) , 5.62 (l 
H, s), 7.32-7.52 (5H, m) 

[0 2 7 2] 2) 3-y7/-5- (2-*/U?/U-2 
-yu^yU) -4- (4-^ h^ry7i^;U) - 2 - 

(3, 4-t=5-Ul/i/jr*isy^J \*Vi?ls<D& 

3-V-7V-5-3-K-4- (4-*Y*c^7=.^ 
/U) ~2- (3, 4-y fl/y^^xy 3rv0 h" 
y^>-491mg (1. Olmmol) SrDMFlOm 
lfcSflU S8^7^^2 5mg (0. llmmo 
1) t 5-^f"U^-2-7ain^- [1, 3] is** 
f->l. 7 O g (9. 6 5mmo 1 ) , h V ^/1>T I 
yiml (7. 2 1 mmo 1 ) £ 1 0 O^T* 1 l&JnUMf 

^^ttfflL*OT«r«*^+hy9^T(tft, 

iJXfi 3 9 2mg (O. 91mmol) 90. 
5% 

MS (ESI, m/z) 429 (MH+) 

1H-NMR(CDC13): 2.31 (3H, s), 3.40 (2H, m), 3.84 (3 
H, s), 5.74 (1H, t),6. 02 (2H, s), 6.04 (1H, t), 6. 
66-6.83 (3H, m), 6.96 (2H, d), 7.15 (2H, d), 9.55 
(1H, s, CHO) 

[0 2 7 3] 3) 3-y7;-5- ( 3 - t K a 

2- ^^\y>ya £» -4- (4-^h^v/^^^ 

/i/) -2- (3, 4-^t i/y^^x^i/). try 

3- y/y - 5 - (2-*:/i^$/U-2-yp^^yU) - 

4- (4-^ h*^7x^;U) -2- (3, 
yy ; t= 3 rv/7x/^ri/) k°!J^y3 9 2mg (0. 9 1 
mmol) Hx^y-zHOmK f 9 J — /H 0 m 
K THF 1 Oml SrJq^TkfifgL h y 
^130mg (3. 4 4mmol) S:Mfe 0 2 0#Ffl 

ft»^^wT«fflLW^t«*a»^ f y •> 

St 4 0 2mg (0. 9 4 mmol) ffilR* 10 
0% 

MS (ESI, m/z) 431 (MH+) 

1H-NMR(CDC13): 2.39 (3H, s), 3.16 (2H, s), 3.86 (3 
H, s), 3.98 (2H, s),4.45 (1H, s), 5.12 (1H, s), 6. 
02 (2H, s), 6.65-6.84 (3H, m), 6.98 (2H,d), 7.24 
(2H, d) 

[0 2 7 4] 4) 5- (3~tFP^r'>-2-^l/y 
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yntrVW) -4- (4~t< h*i/7=-~M -2- 
(3, l/ymi/7x^l/) -3- (1H- 

rF7^-5 — r^) tr y v^o-gia 

7^fttHJ^6 9 8mg (10. 7 mm o 1 ) fcJfi 
{fcMJ^^^Xl. 5ml (5. 5 3mmol) <fc 9 
PMLfc h y ^A^VTv^Kt 3-^7/-5- (3 
-t uy/pt» -4- (4-^ 

Y^r"yy^=-^) -2- (3, 4 

^/W) t°!J^3 9 5mg (0. 8 6mmol) £ h 
/^y5ml, 1 2 0*0^2 0IK*DfRLfc o ^fl"C2N 10 

h "7^— (^Dn*M-^;-;i/=9 : l) 

iR* 5 3mg (0. llmmol) IR* 12. 8 

% 

MS (ESI, m/z) 474 (MH+) 

1H-NMR(CDC13): 2.33 (3H, s), 3.05 (2H, s), 3.71 (3 
H, s), 3.74 (2H, s),4.31 (1H, s), 4.85 (1H, brd), 
5.03 (1H, s), 6.04 (2H, s), 6.50-6.96 (7H, m) 20 
[0 2 7 5] HM$J 6 6 6 -ai^vu- 5 - ( 3 - fc K 
D^r^-l-yn^l/) -4- (4-* h^i/?*.^ 
JV) -2- (3, A-**f-\s>*?it**syx.S - 

3- (iH-7h7/^-5-^;v) t°y 

1) 3-v'7/-6-xf;U-5-3-K-4- (4 - 

> h^r^7x^;V) -2-b°y KXD£^£ 

Ti? hxi h y A-2 5 Om 1 <K 3-^77- 6-xf;U 

-4- (4-^ h^rv/7xx;l.) - 2 - t° U K>7. 0 

7g (2 7. 8mmo 1 ) tN-3-K3/N^^?K 

8. 20g (36. 4mmol) ^rJPx. 1 ^iP^ilgft L 30 

fc. T*h^hy^4rj*ffiT«*, ?mz^**)->. T 

(K* 5. 3 0g (13. 9mmol) lR*£ 5 0. 
1% 

MS (ESI, m/z) 381 (MH+) 

[0 2 7 6] 2) 2-^PP-3-v'7y-6-xf;l/ 
-5-3— K- 4- (4-;* h*i/7in;i/) t°y 

3-v'7;-6-xf/U-5-3-K-4- (4-> h 

+ ^7xx;P) -2-t°!J Ky5. 30g (13. 9m 40 

mo i ) fc^v'jfiffcy y70ml £JPx. 1 0 Ottl 

;^n7h^77>f- (^PD^A-^fy=4 : 
1) T»*L«Hft^*S:»fc. 

iR* 4. 8 1g (12. lmmol) iR^ 8 6. 
6% 

MS (ESI, m/z) 399 (MH+) 

1H-NMR(CDC13): 1.34 (3H, t), 3.14 (2H, qua), 3.88 
(3H, s), 7.03 (2H, d), 7. 19 (2H, d) 
[0 2 7 7] 3) 3-^7/-6-xf;l/-5-3-K 50 
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-4- (4-^ h*^?*^/!/) -2- (3, 4-^ 
uyy^^7x/^r^) t'U^y^ 
DMF 7 Om 1 <K tft-yH. 8 6 g (13. 5m 
mo 1 ) . 6 0%7Kmiti- hy^AO. 57g (14. 
3 mm o 1) , 2-^PP-3-y7;-6-xf;l/- 
5-3— K- 4- (4-^ Y**y7*~M t°Vis> 
4. 81g (12. lmmol) ^i£T5W«L 

IRS 6. 3 6g (12. 7mmo 1 ) lR* 9 4. 
1% 

MS (ESI, m/z) 501 (MH+) 

1H-NMR(CDC13) : 1.13 (3H, t), 2.95 (2H, m), 3.88 (3 
H, s), 6.02 (2H, s), 6. 64-6. 83 (3H, m), 7.03 (2H, 
d), 7.24 (2H, d) 

[0 2 7 8] 4) 3-^7/-5- (2-xh^y*/U 
^-;Uxrx;U) - 6 -m^vu- 4 - (4 F*y7 
m^yb) -2- (3, 4-^f-l/y^^7x^ 

3-*>7;-6-xf;^5-3-K-4- h 
^rv-^^nyu) -2- (3, 4-*^\s>i/3r*i/7 m 
tly>6. 3 5 g (12. 7mmo 1 ) £D 
MF 1 0 Om 1 W8#U 1 2 8mg 

(0. 5 7mmol) t7^ "J/^xf/H Om 1 (9 
2. 3mmol), h !ixf;U7; ^ 1 Om 1 (7 2. 
lmmol) *10 0^5 HWJDfRaffLfco ®J±T 
tDMF^gif 2Nfii^Pi, S^^fvl^ffittJL 
#BMI*:«*«lElfc-?- h y ^At-ft BBETWBLfc. 

^/W=2 : 1) -e»»L*Hft-fr*4:#fc. 

1R* 3. 69g (7. 80mmol) lR^ 61. 

4% 

MS (ESI, m/z) 473 (MH+) 

1H-NMR(CDC13): 1.14 (3H, t), 1.25 (3H, t), 2.80 (2 
H, qua), 3.87 (3H, s), 4.17 (2H, qua), 5.74 (1H, 
d), 6.02 (2H, s), 6.66-6.83 (3H, m), 6.70 (2H, d), 
7.25 (2H, d), 7.44 (1H, d) 

[0 2 7 9] 5) 3-y7/-6-xf/i,-5- (3- 
t KP^v/-l-yp^x/u) -4- (4-^ Y*"s7 
znxiyu) -2- (3, 4-^Uy^i/7i/ 3r 
V) tfy^^-frj* 

3-y7y-5- (2 -j. h*v/*;U/i?^/l/xr^;i/) 
- 6 -^^/U- 4 - (4-> y*i/7x.~ M -2- 
(3, 4-^l/V^^7xy trys/^3. 
6 8 g (7. 7 9mmo 1 ) SrJfi^^^W>9 OmlC 

AlM^fyill6. Oml (16. Ommol) 

Ti. 5«fW«, 3. 5i«in& 4. SWIBIft^Sbii 
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8. Oml (18. Ommo 1) Kjl^lO^Pflt? 

toz.tz 0 -7 8 < CTii#ra«#&, *?/-jU2. Om 

JRS 3. 14g (7. 2 9mmol) IR* 93. 
6% 

MS (ESI, m/z) 431 (MH+) 

1H-NMR(CDC13): 1.12 (3H, t), 2.77 (2H, qua), 3.86 
(3H, s), 4.09 (2H, m), 5.58 (1H, dt), 6.01 (2H, 
s), 6.29 (1H, dt), 6.66-6.82 (3H, m), 6.98 (2H, 10 
d), 7.24 (2H, d) 
[0 2 8 0] 6) 6 -^)V- 5 - (3-bKo*'>- 
l-^n^) -4- (4-t< h*i/7 = ~M ~2 

- (3, 4-^i/ymv7x; -3- (i 

H-x h 7^—^-5 — fA-) fc'y^CD^ 
7^ktMJ^A 7 3 7mg (11. 3mmol) 
ffchyy^Vl^Xl. 5ml (5. 5 3mmol) ±9 

5 - (3-t Kndri/-l-yn^;H -4- 
(4-> h*'>7i=;U) -2- (3, 4-^^l/^v^ 20 
^-arv^^y ^v) h o y^4 4 0mg (1. 02mm 
ol) ^F/Vxy5mU 1 2 0°CT3 Bm^WBLtz 0 

11X4 2 5 8mg (0. 5 5mmol) IR* 53. 
3% 

MS (ESI, m/z) 474 (MH+) 

1H-NMR (DMS0-d6): 1.09 (3H, t), 2.77 (2H, qua), 3. 
71 (3H, s), 3.87 (2H, t), 5.55 (1H, dt), 6.05 (2H, 

s), 6.24 (1H, dt), 6.54 (1H, dd), 6.76-6.96 (6H, 30 
m) 

[0 2 8 1] 7 6-^^-4- (4-^ h 

**yy^}V) -2- (3, 4-*^Ul/Vjr*ci/7 s. 

-5- (3-t Kd^vz-I-Zp^/U) ~ 

3- (lH-r hy^-^- 5 — r^) try^xo^j* 

1) 6 - y^JV- ; -5-B—V- A- (4- 

Tir hn h y yU2 5 Om 1 6-^-3-^7 7 
-4- (4-^ h^v^^/VO -2-fc°y KW. 4 
Og (26. 2mmol) tN-3-K3^^|>f ? K 40 
8. 13g (3 6. lmmo 1) £JP;il^n!t&ififfiL 

iRS 5. 23g (12. 8mmol) IR* 4 8. 
9% 

MS (ESI, m/z) 409 (MH+) 
[0 2 8 2] 2) 6-7^-2-^pd-3-^7/ 

- 5 -3 - K-4 - (4-7< h*is?=.~M t'U^y 

6»^-3->7/-5-3-K-4- (4-p< h 50 
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^rv^^^/U) -2-t°y K>-5. 23g (12. 8m 
mo 1) \Z.^i^mtV>7 Oml SrJPx 1 0 0t"C8 
l«IBJP«lLfc. ^v^ififby ^SrfS*«. * 

IRS 2. 40g (5. 63mmol) lR$ 4 4. 
0% 

MS (ESI, m/z) 427 (MH+) 

[0 2 8 3] 3) 6-y^yU-3-v-Ty-5- (2- 
^Y*\/%j\'&~A'^ s r~M -4- (4-^ h^ri/^ 
m-yu) -2- (3, 4-^^^yiy^r^riyy^/^ 
is) try >>V<Z>£j& 

DMF7 0ml*s tf^;H. 76g (12. 7m 
mo i ) , 6 0%*5jSffrJ- hy^AO. 52g (13. 
Ommol), 6-yf^-2-^PP-3->7/- 

5- 3 — K- 4- (4-^ h^^7xn;l.) 

4. 8 5g (11. 4mmol) «r*i&"C 6 l$IH]ftt L 

L/t 0 JSSESrDMF 7 0ml l£jg<HU Sl^r^A 
15 0mg (0. 67mmol) i:7^!J/*xf;H 
Oml (9 2. 3mmol), MJxf/U7$yiOm 
1 (7 2. lmmol) £ 1 2 0 tt* 1 BfeJn!!&9H$ L 
fco ®J±TT*DMF£g*^2NiSK£*P;t, BH^f 1 

^ttfflL*»««:it*fiitiH- h y [>A-cm MET 

f-y-R||3i^=3 : 1) ^»«L*«frg**» 

IRS 4. 64 g (9. 2 7mmol) lR^ 7 3. 
0% 

MS (ESI, m/z) 501 (MH+) 

1H-NMR(CDC13) : 0.85 (3H, t), 1.22-1.32 (5H, m), 1. 

52-1.62 (2H, m), 2.76 (2H, t), 3.87 (3H, s), 4.08- 

4.20 (2H, m), 5.70 (1H, d), 6.02 (2H, s), 6. 64-6. 83 
(3H, m), 7.00 (2H, d), 7.24 (2H, d), 7.45 (1H, d) 
[0 2 8 4] 4) 6-7'f/U-3-'>7/-5- (3- 

t Kp*^-1-7 p p^/W) -A- (4-^ h*is7 

*~/l>) -2- (3, 4 -*^u>i/**i/7^ /it- 
is) try^yo^j* 

6- y^-3-i/T/-5- (2-3i h*v/*yl/sl?=. 
/Uoi-r^yU) -4- (4-^ + ^7x^) -2- 

(3, 4-^ t°y^>4. 
64g (9. 2 7mmol) £tgft^ ^ U V 1 0 0 m 1 

^lM^fyg$18. Oml (18. Ommo 

l) i5 0»|P!tMfc„ 4 0»IB«#«S5>^**^ 

^y^7/l/^!)AlM^t^Il 0. Om 
1 (10. Ommo 1) 5r2 5^WDife 0 "7 8°C 
X*2mfflffiW'&, *9S—As2. Oml, 7k2ml4rAP 
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*Wpv^77^- =fr U" V - ffim*- ^ A- = 
1:1) T*»«L*»fc£*«r#fc. 

2. 86g (6. 23mmol) iRsp 6 7. 

2% 

MS (ESI, m/z) 459 (MH+) 

1H-NMR(CDC13): 0.85 (3H, t), 1.22-1.33 (2H, m), 1. 
50-1.62 (2H, m), 2.73 (2H, t), 3.86 (3H, s), 4.09 
(2H, t), 5.55 (1H, dt), 6.01 (2H, s), 6. 29 (1H, d), 
6.64-6.83 (3H, m), 6.97 (2H, d), 7.24 (2H, d) 
[0 2 8 5] 5) 6-^/1—4- (4-p« F^'>7x 10 
=-;V) -2- (3, 4-^^]y>iy^z/y / *is) 
-5- (3-t KP^rv'-l-yp^U) -3- (1 

7^ktM)^7 5 6mg (11. 6mmol) t& 
{khyf^frXXl. 5ml (5. 5 3mmol) £9 

Pi? Lfc h y tt/ur>T & K t 6 - 3 - yr 

7-5- (3-t Ko^-l-yp^U) -4- 

(4-^ F^'>7x^l/) -2- (3, 4-^^U^v? 
^-^rv-y^/ar^) fc°y >^5 6 9mg (1. 2 4mm 
ol) ^^x>5ml, 1 2 O'CTM B^SPfKlLfCo 20 

(1:3) -eiSfe*, «E««L^H 

iR* 5 14mg (1. 03mmol) lR^ 83. 
1% 

MS (ESI, m/z) 502 (MH+) 

1H-NMR (DMS0-d6): 0.82 (3H, t), 1.22-1.33 (2H, ra), 
1.48-1.62 (2H, m),2. 75 (2H, t), 3.71 (3H, s), 3.8 
6 (2H, m), 4.72 (1H, t), 5.53 (1H, dt),6.04 (2H, 
s), 6.23 (1H, dt), 6.53 (1H, dd), 6.73-6.95 (6H, 30 
m) 

[0 2 8 6] MMW 6 8 6 -rn^vl/- 5 - ( 3 - (2 
h^rv-Tir^V) J- 1 -yp^/V) -4- 
(4 h^isy*--^) -2- (3, 4-t^U^i? 
t^^7x;^'» -3- (1H-T h7/-^-5- 

-oiO try s?><z>£i* 

1) 5- (3-^pd-1 -yn^/u) - 3 - yjy 
-6-3^vl"-4- (4-^ h^v-^oin/ix) -2- 

(3, a- tv-wi?****/? t°yv?y^ 

40 

3- v'7y-6-xf;l/-5- (3-?pp-1 -/d 
x:-^) -4- (4 v^a^AO -2- (3, 

4- >f Uyv?t*'>7s/^) t°y^>^2. 06 g 
(4. 78mmol) D D^A5 Om 1 Cgjjf L 

*»TTitffc^*=A'3. 0ml (4 1. 3mmol) 

^^!)*WovF^77>f- (^^-i^^-^ai^ 

;u=l : l) "eflt«L*Hft^*«r#fco 

©ft 2. llg (4. 70mmol) !R$ 98. 

3 % 50 



MS (ESI, m/z) 449 (MH+) 

1H-NMR(CDC13): 1.13 (3H, t), 2.76 (2H, qua), 3.87 
(3H, s), 4.00 (2H, d), 5.54-5.64 (1H, m), 6.02 (2 
H, s), 6.33 (1H, d), 6.65-6.83 (3H, m), 6.99 (2H, 
d), 7.25 (2H, d) 

[0 2 8 7] 2) N- (t e r t 
A) — N— (3- (3-^77-6 -^JV- 4 - (4 
f + ^7xn;U) -2- (3, 4-^l/^« 
v^^c/^) \*9 jv) -2-yp^ 

A) ^^P7; K^^yl^^J& 
^>i?>5 Oml^ N- ( t e r t 
~yu) /^^*P7;Fl^xf;i/2. 3 0g (9. 0 8 
mmol) |:6 0°/o*ijttH)^0. 36g (9. 
Ommol) eOifct, -0-frV4 Om 1 f^fi?Lfc 
5- (3-^pp-1 -yp^;U) -3-^77-6 
-rc^/W-4- (4-^ Y^i/y -2- (3, 

4-^fU^t*'>7x/ *v0. t°y yV2. llg 

(4. 70mmol) SriRTLfco ol^ftftfh7^ 
f;l/7^^0. 2 8 gSrJnx.HfcftUKliiatLfco 
Sff T*» LJ8 fi S: » * ^ ^ p ^ h ^ 7 7 ^ - (- 
**V-B»3i^=l : 1) TMSlSift^^fl 
fc. 

IR* 2. 97g (4. 46mmol) iR$ 94. 
9% 

MS (ESI, m/z) 666 (MH+) 

1H-NMR(CDC13): 1.13 (3H, t), 1.23-1.33 (6H, m), 1. 
45 (9H, s) , 2. 76 (2H, qua) , 3. 85 (3H, s) , 3. 98-4. 1 
3 (6H, m), 5.46-5.58 (1H, m), 6.01 (2H, s), 6.28 
(1H, d), 6.65-6.82 (3H, m), 6.97 (2H, d), 7.25 (2 
H, d) 

[0 2 8 8] 3) 5- 

-3-v/7/-6-xf;l,-4- (4-/ Y^ri/y 

;u) -2- (3, 4-*^\sy*s**i/y^j t° 

N- (tert-7>^r^/H^) — N— (3- 

(3-y7;-6 -:n?vl/-4 - (4-^ h^v-^^ 
/U) -2- (3, 4-^Uy^>7x/ fc° 
y v^-S-^yU) - 2 -7p-:^;U) W/j>P7;K 
g£v?^^vU2. 97g (4. 4 6mmol) fc*»T"e 
3 6 w t%*aft**-3i^y— yu*ffi«:JDx.fc 0 9^R| 

*SHH-hy^^-C«*, WETliLfc. 
jRm 1. 80g (4. 20mmol) iR^p 94. 
2% 

MS (ESI, m/z) 430 (MH+) 

1H-NMR(CDC13) : 1.12 (3H, t), 2.76 (2H, qua), 3.25 
(2H, d), 3.86 (3H, s), 5.48-5.58 (1H, m), 6.01 (2 
H, s), 6.15 (1H, d), 6.66-6.82 (3H, m), 6.97 (2H, 
d), 7.25 (2H, d) 
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[0 2 8 9] 4) 3-^7y-6-xf;V-5- (3- 

4- (4-^ h^fv'^^^^) -2- (3, 4-y^U 

5- (3-7$/-1-/p^;U) -3-y7/~6 

- (4~^ h*v/7xr:;u) -2- (3, 
4-^^U^i/^-^rv'^3iy df-i/) t°y v>>5 5 9mg 
(1. 3 0mmol) ^t°!i ^5m U:gfi?l^ h^r 
^7tf^^U7^K0. 15ml (1. 64mmo 

i) «TLfc 0 iia-e3. 5«praa»««£ET*«L 10 

A-^y^=100 : 1) -C»RL*Hfc£*fc» 
fc. 

IRS 512mg (1. 02mmol) 7 8. 

5% 

MS (ESI, m/z) 502 (MH+) 

1H-NMR(CDC13) : 1.11 (3H, t), 2.73 (2H, qua), 3.39 
(3H, s), 3.83 (2H, s), 3.84-3.89 (2H, ra), 3.87 (3 
H, s), 5.40 (1H, dt), 6.01 (2H, s), 6.22 (1H, dt), 
6.66-6.82 (3H, m), 6.98 (2H, d), 7.23 (2H, d) 20 
[0 2 9 0] 5) 6 5 - (3~ (2-*h*c 

i/T^)V) 7;;-i-7 p p^;u) -4- (4-^ 
Y*i/7=.~/v) -2- (3, 4-^f i/y^s/7 

x/^v/) -3- (lH-rh7/^-5-^^) tf 

y 

7v ? ftth!J'?A7 5 8mg (11. 7mmol) 
ftMJyf/^Xl. 5ml (5. 53mmol) i 3 
ISlf: h y ttAs^sT&Yk 3-v/7;-6-xf 
;U-5- (3- (2-n*y7tf^) T5/-1- 
/p-<^^) -4- (4-^ h^e/^zn-yl/) -2- 30 

(3, 4->f i/yi/**'>7i;*'» t°y ^50 

8 m g (1. Olmmol) F^xyi Om 1 f", 1 
2 0t:T*3 HMJPJRLfco ^a^2N46gf**nx., &A 

1|XS llOmg (0. 20mmol) IR^ 20. 
0% 

MS (ESI, m/z) 545 (MH+) 

1H-NMR (DMS0~d6): 1.06 (3H, t), 2.72 (2H, qua), 3. 
24 (3H, s), 3.64 (2H, t) , 3.70 (2H, s), 3.71 (3H, 40 
s), 5.42 (1H, dt), 6.05 (2H, s), 6.16 (lH,dt), 6.5 
0-6.96 (7H, m), 7.75 (1H, t) 

[0291] mmme 9 5-0-1: Kn^v— 1 - 

/dX!-;U) -4- (2, h*i/7s^) - 

6- ^^vU-2- (3, 4-^f l/>v ? t^v'7x / ; 3f 
•» -3- (lH-7h7/^-5-^yU) fc°y^>- 

1) 4- (2, 4-v*^ ht->7i^) - 3 

2, 4-^h*S/^yX7^fcK2 0. 8g (12 50 
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5. 2mmol) |:7thyi50mK 1 NtK^L^ 
hV *J*&Bm2 5 m 1 ^Px^JST'lgfeig^L^o « 

IfcJt 2 5. 2g (12 2. 2mmol) 9 
7. 6% 

1H-NMR (DMS0-d6): 2.27 (3H, s), 3.82 (3H, s), 3.87 
(3H, s), 6. 58-6. 65 (2H, m), 6.75 (1H, d), 7.63-7.7 
5 (2H, ra) 

[0292] 2) 3—>7V-4- (2, 4-^^ 
i/7x,~jV) -6-^^/U-2-t°y K^^-frj* 
DMSO2 5 0mlff\ ->77S875KlO. 2g 
(122mmol) lit -7>^ !J^13. 7 g 
(1 2 2 mm o 1 ) , 4- (2, 4-^ h^rv^7x^ 
/V) — 3 — T'f V— 2 — 5. 2g (122mmo 
1) ^iPx^ST'l 5£BMH*Lfc. t-7l^r^^ 
^41. 0 g (3 6 7mmo I ) StABx.^, B£Mi# 

l^pfl^y y fei^aa#fftt*#H«T-c 

IRS 12. 9g (47. 7 mm o 1 ) 39. 
1% 

1H-NMR (DMS0-d6): 2.27 (3H, s), 3.79 (3H, s), 3.83 

(3H, s), 6.18 (lH,s), 6.63-6.73 (2H, m), 7.22 (l 
H, d) 

[0 2 9 3] 3) 3-S/7/-5-3— K~4- (2, 
4-v>^ h^rv'7x^/l/) -6-^^/P-2-b°y K> 
<7>^/& 

T-feh-hyyU50ml4» x 3 - i/7V - 4 - (2, 4 
-v^ h^r^^^^/U) -6-^^-;U-2-t: 0 y 
3. 1 0 g (12. 9mmo 1 ) (IN-3- K=^*Bfc 
>f?K3. 48g (15. 5mmol) £*P £ 3 B#Pflj!)P 
S«ltfftLfc 0 ^CN-3-K^^;Kl. 1 
Og (4. 8 9mmol) £JPx_ 1 . 5 B*IHJn!Htf!«t L 

4X* 1. 40g (3. 83mmol) JR^ 2 9. 
7% 

[0 2 9 4] 4) 2-^PP-3->7/-5-3-K 
-4- (2, 4-v^ -6-^/1^° 

3-y77 - 5 — a — K- 4 - (2, h*i/7 
x^/i/) -6-^f;U-2-fc°y FV5. lOg (1 
3. 9mmo 1 ) >5 Om 1 £JP;i 1 0 

OTCClftJPJIMt^Lfco Vfc«*«**r 

v^^^tm WET««Lfc 0 

ft* 3. 00 g (7. 2 5mmol) 52. 

2% 

[0 2 9 5] 5) 3-y7/-5-3-K-4- (2, 
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h^v^mznyU) -6-^^-2- (3, 4 

DMF30mlf, tf^-yH. Og (7. 20mm 
o 1 ) (-6 0%ykmt-f hD^AO. 40g (10. 0 
mmol) £JDx./c 0 2-^dd-3-^7;-4- 

(2, 4-^ K^7x^v) -e-^^^y^v 

3. 00 g (7. 2 0mmo 1) ^Oi, ISt3ffi 

^;u=3 : i) x*mmLmMfc&%>zmz 0 

1R» 1. 80g (3. 4 9 mmol) 4 8. 

4% 

1H-NMR(CDC13) : 2.70 (3H, s), 3.82 (3H, s), 3.88 (3 
H, s), 6.02 (2H, s), 6. 57-6. 83 (5H, m), 7.04 (1H, 
d) 

[0 2 9 6] 6) 3-V/7V-5- {2 Y^i/tu^ 
Ji-jU^v-^/U) -A- (2, 4 - h*i/7^^ 
)V) -6-J^;U-2- (3, 4-^1/^^^ 

3-V-7V-5-3— K-4- (2, 4-^ 
^x:^) -6-^^-2- (3, 4-^^ L L/>v J ^-^ 
v^^/^vO t:°y^^2. Og (3. 8 7mmol) 
^DMF8 0ml CggU Sl^°7^^4 3nig 
(0. 19mmol) tT^ ] J^^^8. 4ml 
(7 7. 4mmol), M)^f^7?yi0. 8ml 
(7 7. 4mmo 1) £l 0 0°CX*4 BP^JP^jfttfL 
fc 0 ®flET"CDMF5r@^2N^5:A0x., ftlfe^^- 

TSfLt «ffi^^>y *y^^n^ h^^^^- (- 

*fy-Mx^ 3 : 1) Tffillilft^^f 

i&il 7 9 6mg (1. 6 3 mmol) 4 2. 

1% 

1H-NMR(CDC13): 1.25 (3H, t), 2.51 (3H, s), 3.78 (3 
H, s), 3.87 (3H, s),4. 17 (2H, qua), 5.75 (1H, d), 
6.02 (2H, s), 6.53-6.83 (5H, m), 7.03 (1H, d), 7.4 
5 (1H, d) 

[0 2 9 7] 7) 3-v"7V-5- (3-fcKn^>- 

1- ^n-<-^) -4- (2, 4-v^ F^y7x^ 
/U) -6->^~2- (3, 4-^fl/ymV7 
31/^fi/) fc o yi/>(7)^ 

3-y77 - 5 - (2~^h^iy^^^/^v-^^) 
-4- (2, 4-^> h^v/V^^l/) 

2- (3, 4-y ^uvi/^r^i/y ey^v 

796mg (1. 63 mmol) £ 1 NtK^^ h y V 
AMf 2 0mK THF 1 Om 1 1 Jft«#Lfc 0 

v^pp^^tttfi i N*i6-c?ac^ ^r«JiS:«i7k«t 

F5mU h!Jx^7;yO. 3 4ml (2. 4 5m 
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mo 1) 7kM^PP^lxf;l/0. 2 3ml 

(2. 4 5mmol) »Tlfc 0 2 0«M, * 
Sft*^itMJ!>Al 5 4mg (4. 08mmol) 
?rAPx.lB#^m^L^o Vttttk INtS 

1:1) -ClIRLMfc^fcflfc. 
61 3 2 6mg (0. 7 3 mmol) iR* 4 4. 
10 8% 

1H-NMR(CDC13) : 2.46 (3H, s), 3.80 (3H, s), 3.86 (3 
H, s), 4.07 (2H, t),5.59 (1H, dt), 6.01 (2H, s) , 
6.08 (1H, d), 6.53-6.85 (5H, m), 7.03 (1H, d) 

[0 2 9 8] 8) 5- O-tFo^v^-l-^D^ 
/U) -4- (2, 4 -So* h^rv'^rvu) _ 6 -y^ 
/U-2- (3, 4-^^U>i^^i^y^J -3 

- (lH-f h7^-5 f/U) t 9 !)^^ 

7^ktHJ^2 8 5mg (4. 3 9 mm o 1 ) t& 
fthy^f^^XO. 79ml (2. 92mmol) £ 

20 «9iSMLfc hy^fvT^Kta-yry-s- 

(3-tKD+i/-l-7 P P^;U) -4- (2, 4 - 
h^rv-yoi^/U) -6-^^;U-2- (3, 4-/ 
^U>i?**i/7^;*i/) h°y^3 2 6mg (0. 
7 3 mmol) ^h^x>5ml, 2 0 R8 Jpft&SSt L 

P*/U^-^*/-yU=9 : i) ^tt»Lfc 0 $e>(^s 
(^np*yVix-K^^— ^riJ-V) SrfirV^ 

30 18 0mg (0. 3 7 mm o 1 ) ife^ 50. 

4% 

MS (ESI, m/z) 490 (MH+) 

1H-NMR (DMS0-d6): 2.42 (3H, s), 3.56 (3H, s), 3.73 
(3H, s), 3.85 (2H,t), 4.69 (1H, t),5.57 (1H, dt), 
6.05 (2H, s), 6.19 (1H, d), 6.40-6.92 (6H, m) 
[0 2 9 9] 0 4- (3- (2— OvvM" 

^yxfarv/) -4-^ F^y7x^;i/) -6-^/u 
-2- (3, l/y^t*->7xy -5- 

(3-tKD^>-l-/D^^) -3- (lH-r 
40 h7/-^-5-^/U) fc°ys/>tf>g^ 

1) 4- (3- ^--^vVU^v^ -4- 
^ Ky7x^) -3-y77-5-3-K-6-> 
5vu-2-t°y k>o-&j* 

Tir h y y^2 5 Om 1 4- (3- (2-^Vy 

7;-6-^/^2-t°|jK>4. 60g (11. 8 
mmo 1 ) Kxi/n^^ ? K4. 0 6 g (1 

8. Ommo 1) £AP;t 1 l&Anlf&lflft Ltz Q £ N 
-3-KnyN^^> K4. 78g (21. 2mmo 

50 l) SrJfraiittJPlRiSiHtLfco 7-feh~M/uS:ttJET 
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4. 90g (9. 49mmol) IR^ 80. 

4% 

MS (ESI, m/z) 517 (MH+) 

[0300] 2) 4- (3- (2— O^/W^-^^h 
^v") -4-7 h^ri^y^^M —2-?aa—3-is 
77-5-3- K-6-7^t°!j i/XD&ffc 
4- (3- {2-<0*?A>***/=- -4-7 h 

^rv^^AO -3->7/-5-3-K-6-^;l/ 
-2 -try K^4. 90g (9. 49mmol) fc** 
7tft!Jy5 0ml, N, N-v^^T^y 7 1. 5 
ml (11. 9mmo 1) ^Jflil 10tT2. 5 l$m 

^V-HFl»3i^=3 : 1) -e»*L*Hft-&**» 

fc. 

Ifc* 1. 64 g (3. 0 6mmol) iR^ 32. 
2% 

MS (ESI, m/z) 534 (MH+) 

1H-NMR(CDC13): 2.89 (3H, s), 3.87 (2H, t), 3. 94 (3 
H, s), 4.25 (2H, t),4.64 (2H, s) , 6.78-7.01 (3H, 
m), 7.24-7.39 (5H, m) 

[0301] 3) 4- (3- h 
^y) -4-7h^rv'7x^) - 3 - >T 7-5-3 

— K- 6 -7^-2- (3, 4-7^1/^^^-^^^ 

DMF12mlf, tt^^4 6 9mg (3. 4 0m 
mo 1 ) , 6 0%*^t^ hy^A145mg (3. 6 
3 mm o 1 ) , 4- (3- (2-^y> ? ;Ut*'>x 

7-5-3— K- 6-7 f^fc'y^l. 64g (3. 
0 6mmo 1) SrSfiTM . 5l*HHl#Lfc. «ffTT 
D M F S: JP ^-Ctt ffl SrM 

3:1) t»8LSm»*#fc 0 
1R4 1. lOg (1. 73mmol) J|K4S 5 6. 
7% 

MS (ESI, m/z) 659 (M+Na+) 

1H-NMR(CDC13): 2.70 (3H, s), 3.88 (2H, t), 3.94 (3 
H, s), 4.27 (2H, t),4.65 (2H, s), 6.62-03 (2H, s), 

6.21 (1H, d), 6.64-6.84 (3H, m), 6.86-7.00 (3H, 
m), 7.25-7.39 (5H, m), 7.43 (1H, d) 

[0302] 4) 4- (3- (2— <7^t*i/x h 
**,) -4-7 b*i/7*^M - 3 - i/T 7 - 5 - 

(2 -si h^r^^/^if^^x^yu) - 6 ~^f;w 2 

- (3, 4 -7^1/^^*^7 317 fcTyv^fl) 
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4- (3- (2-^<^v^/U#**>3i h=3fv-) -4-7 h 
- 3 - i/T 7 - 5 - 3 - K- 6 - 7 ^VU 

-2- (3, U7m^7^/^rv') f y 

y6 4 4mg (1. 0 lmmo 1 ) £DMF 10ml t 
JgfilU gt^7y^4 3mg (0. 1 9mmo 1 ) 
i7^!);^f;Hml (9. 23mmol), hy 
xf;l/7;yiml (7. 2 1 mm o 1 ) £ 1 0 0°CX* 

77^- (-^>~^^/U=2 : 1) T»»L3f 

!&4 5 5 3mg (0. 91mmol) 90. 
0% 

MS (ESI, m/z) 609 (MH+) 

1H-NMR(CDC13) : 1.24 (3H, t), 2.52 (3H, s), 3.86 (2 

H, t), 3.93 (3H, s), 4.18 (2H, qua), 4. 21 (2H, 
t), 4.63 (2H, s), 5.79 (1H, d), 6.03 (2H, s), 6.21 

(1H, d), 6.64-6.84 (3H, m), 6.86-7.00 (3H, m), 7. 
20 25-7.39 (5H, m),7.43 (1H, d) 

[0303] 5) 4- (3- (2-'<l'i/A'ttZ/^h 
-4-7 h^ry7x^) -3-V/T7-6-7 
fvU-2- (3, 4-^^1/7^^7x7^) - 

5- (3 - t: Ko*'>- 1 -7 P P^V) t 6 y^> 
4- (3- (2-^y^/^yxh^v) -4-7 h 
ari/7^^^) -3-y7/-5- ( 2 b * v-* A- 
^-/l^X-yU) _6-7^~2- (3, 4 ~7^U 
y^v/7x7^r^) h 0 y^>4 4 9mg (0. 7 4 
mmo 1 ) Sr4ttft7^UVl 0m I t»*L-7 8^ 

30 ^ip^Tk*^^ yyfyi/T/v^^'JAiM^ty^ 

Ml. 5ml (1. 5mmo 1) 4: 1 O^Mfeo 
*©**©a«T»»U »T»7 1. 5«i3Bf 
fiflft Ic £ fdTKStfcv^ 7 T^f/UT/u 5 = * A i m-v* 
*>»«W-3. 0ml (3. Ommol) Htl^tll 

o^w-e*px.fco -7 8t:Tii$ra«#SL 7*7-^ 

I. Oral, 7k lm 1 £Jn£fc 0 «tjBSr«iSLfflL?KSraS 

*>--ftIfcx^/u=2 : 1) -e»ML*Hfc£4fc*# 
fc. 

40 iRft 3 8 5m g (0. 6 8 mmo 1 ) J|R$ 9 2. 
2% 

MS (ESI, m/z) 567 (MH+) 

1H-NMR(CDC13): 2.45 (3H, s), 3.87 (2H, t), 3.92 
(3H, s), 4.05 (2H, t), 4.23 (2H, t), 4.63 (2H, s), 
5.61 (1H, dt), 6.01 (2H, s), 6.21 (1H, d), 6. 64-6. 
83 (3H, m), 6.89-6.97 (3H, m), 7.23-7.37 (5H, m) 
[0304] 6) 4- (3- (2— <Wjl»jr*i/3L 
h*i/) -4-7 F + y7x^) -6-7^-2- 
(3, 4-^Vyy«Wx7^r^) -5- (3- 
50 tKo*>-l-^o^) -3- (1 H— r byy 
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HJ^^VTv^Kl. 12g (3. 37mmol) 

t4- (3- (2 ^^Aoj-^v-n h*$/) -4-7 

Y^'yy -3— >T/-6-~>f L ;u-2- 

(3, 4-^fl/y^v'7xy^>') -5- (3- 
tK^y-l-^P^) v?^3 8 Omg 

(0. 67mmol) ^h;Uxy5ml^, 1 4 0°CT* 

(^dd^M-^/-;V=3 0 : 1) TitSiL 10 

fit 19 5mg (0. 32mmol) JR^ 47. 
8% 

MS (ESI, ro/z) 610 (MH+) 

1H-NMR (DMS0-d6): 2.45 (3H, s), 3.70 (2H, brd), 3. 
72 (3H, s), 3.90 (2H, t), 3.97 (2H, brd), 4.55 (2 
H, s), 4.74 (1H, t), 5.67 (1H, dt), 6.05 (2H, s), 
6.23 (1H, d), 6.48-6.76 (3H, m), 6.81-6.92 (3H, 
m), 7. 23-7.38 (5H, m) 

[0 3 0 5] %WS\1 1 5- (3-t KP+V/-1- 20 
-fu-<^)V) -4- (4-7 Y**/-7x.—jV) -6-7 
2 - (3, 4-*3-U>i/**i/7=./*r is) - 
3- (2, KP-5-t*V-4H- 1, 2, 

1) N-tKo^-5- O-tKn^-l-/ 
px:-,v) -4- (4-7 F^ry7x^) -2- 
(3, 4-^^U^^*->7oi/ -6->f"/V 

t Kn^^T^ySit3. 0 3g (4 3. 6mmo 
1) CDMS02 5ml, h ijxf ;i/75 > 6. 1ml 30 
(4 4. Ommo 1) 4rlPx. % «f ffl LfctfclSSraia, T 

7 - 5 - (3-fc Kn^rv'-1-7 P D^;U) -4- 
(4-7 h*i/7x^v) -6-7^vV—2- (3, 4 

-^f Uy^^y7x7^r^) t^^2. 5 1g 
(6. 0 3mmol) 7 OtT 4 0 P^nUft Lfc 0 

iR* 1. 56g (3.76mmol) IR* 6 
2. 4% 40 
MS (ESI, m/z) 450 (MH+) 

1H-NMR (DMS0-d6): 2.36 (3H, s), 3.77 (3H, s), 3.86 

(2H, d), 4.67 (1H, t) , 5.54 (1H, m), 6.05 (2H, s), 

6. 12 (1H, d), 6. 53-7. 18 (7H, m) 

[0 3 0 6] 2) 5- (3-tpD^^-l-yp^ 
AO -4 - (4 -J* h^v/7x^) -6-^^-2 
- (3, 4-7 fU^^x/ -3- 

(2, Fp-5-«7-4H-1, 2, 4- 

(3-t Kd**>-1-^p^ 50 
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7U) -4- (4-7 h^rv^^^U) -2- (3, 4- 

7 fuy^^i; -6 -7^/1^^:/ 7 

v774 5 5mg (1. Olmmol) tDMF 2 0 m 
U b°y^V0. 5ml^PD^fi7x^0. 2 6 
ml (2. 0 7mmol) £JD;t^fiT* 1 8fe»# Lfc, 

ffiLfc. «*««S:4S7k«[»^ h y «JET« 
^Lfco SM^^Wn-7h^77^ (^** 
^-m»^fr=l : 1) "CSfKLfco r©{t^*Sr* 
^^20mltl40ttl «EiW!R«#««JET**g 

l/co aatiiii M*K{k* y ^-7^7-^aMp 
(^ PD/jx^A-^^y— ioo:i) -cttfH 

IR4 9 8mg (0. 2 1mmol) iR^ 61. 9 

% 

MS (ESI, m/z) 476 (MH+) 

1H-NMR(CDC13): 2.46 (3H, s), 3.44 (1H, t), 3.81 (3 
H, s), 4.07 (2H, d), 5. 55-5. 66 (1H, m), 5.99 (2H, 
s), 6.20 (1H, d), 6.55-6.82 (3H, m), 6.84-6.93 (3 
H, m), 7.01-7.08 (2H, m) 
[0 3 0 7] 2 4- (4 - h y y^a* h 

$r-yy - 6 - ^=f)V- 2 - (3, 4-7^l/> 

VHr^sV^J**/) -5- (3-tKo^>-l-^ 
D -<-/u) -3- t° 
y vw&tft 

mmm 4 3 t mm\^ lt^ 

MS (ESI, m/z) 514 (MH+) 

1H-NMR (DMS0-d6): 2.48 (3H, s), 3.85 (2H, d), 5.54 
(1H, dt), 6.05 (2H, s), 6.21 (1H, d), 6.52-6.95 (3 
H, m), 7.10-7.32 (4H, m) 

[0308] mmm7 3 t°y 2 

(3- (6- (3, 4-*^lsl'i/yt*isy=.~s\'yt* 
>0 -4- (4-7 Y*isy ~ 5 

- (lH-rFr/-5-^^) -hry^v-3— f 

1) 5- (3-^pp-1-7 , p^/I/) -3-y/; 
-6-7^-4- (4-7 I^v^^^AO -2- 

(3, 4~^^u>^^^yy^y t°})i/><D& 

ft 

3-^/77-6-^^-5- (3-tKP+^-l- 

ya^-su) -4- (4-7 y*"yy ^~)\>) - 2 - 
(3, 4-7f ^y> ? ^y7x/^v) b°yy>9. 

20g (22. lmmol) ^PP^>100m 
n^#PL7kmTTta{b^-^-=/U2. 5ml (3 4. 2 
mmo 1) trITLfc. raa-e2 0 4Mt»*«ET»i 
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9. 3 9g (2 1. 6mmol) 9 7. 

7% 

MS (ESI, tn/z) 435 (MH+) 

1H-NMR(CDC13) : 2.46 (3/2H, s), 2.59 (3/2H, s), 3.86 
(3/2H, s), 3.89 (3/2H, s), 4.05 (2/2H, d) 5.15-5. 
30 (1H, ra), 5.58-5.70 (1H, m), 6.02 (2H, s), 6.30 
(1/2H, d), 6.64 (1H, dd), 6.75 (1H, d), 6.83 (1H, 
d), 6.95-7. 10(2H, m), 7.15-7.30 (2H, m), 7.38 (1/2 
H, dd) 

[0 3 0 9] 2) N- (t e r t ~7 >^>#A-/^ 10 
M -N- (3- (3-v/7;-6-^^-4- (4 
Y^r^yy^^JV) -2- (3, 4-^5 L U>i/^^r 

5- (3-^pd-1 - 3-y7/- 6 

-^^-4- (4-^ h^ri/^^^/W) -2- (3, 
A-J^Ul/i/yjrlci/-?^; *ci/) fc°yv^9. 39 g 
(2 1, 6mmol) > 1 0 Om U^f U 

N- (ter t-^h^^/^M ^7/J^P7; K 
g^v^f-A^. 5 6g (2 5. 9mmol) x Iftrh 20 
7 7Wy^^A0. 7g (2. 2mmol), 6 
0%7k*{b^ MJ 1. 04 g (2 6mmol) Sr^P 

n-^ h^:7>f — (^*U">-ftK^^-^= 1 : 1 
1 : 3) ^»RL»»t£*fc#fc 0 
iRi 9. 12g (14. Ommo 1 ) JRSp 6 4. 
8% 

MS (ESI, ra/z) 652 (MH+) 30 
1H-NMR(CDC13) : 1.30 (6H, t), 1.47 (9H, s), 2.46 (3 
H, s), 3.85 (3H, s),4. 10 (6H, m), 5.56 (1H, dt), 
6.01 (2H, s), 6.25 (1H, d), 6.66 (1H, dd),6. 74 (1 
H, d), 6.80 (1H, d), 6.97 (2H, d), 7.25 (2H, d) 

[0310] 3) 5- ( 3 —T ^ / — 1 -7p^/1/) 
- 3 - i/T / - 6 - ^ 4 - (4-^ h^r^xc 

/U) -2- (3, 4-^f-^V^^rv-^^y ^ri/) t° 

y 

N- (ter ~N~ (3~ 

( 3 - *sT y-6-J ^A— 4 - (4-^ h^v^zn — 40 
AO -2- (3, 4-*?-U>'i/>t-3ci/7=.S t° 
— fAO -2-7 P o^) ^^d7; K 
12g (14. Ommol) CJk»TT 
3 6 w t%Je{k7k*-^^/-^^^Px.fc 0 gfiK 

(II 4. 7 7g (10. 4 mmo 1 ) JR^ 7 4. 
3% 

1H-NMR (DMSO-d 6) : 2. 4 4 (3 50 
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H, s) , 3.4 0 (2H, b r) , 3.8 
2 (3H, s) , 5.6 0 (1H, d t) , 
6.10 (2H, s) , 6.3 9 ( 1 H, 
d) , 6.7 2 (1H, d d) , 6.9 6 
(2H, m) , 7.0 6 (2H, d) , 7.3 
6 (2H, d) , 8.0 8 (3H, b r) 
[0310] 4) h°y i>ly-2~i3/^>m (3- 
(6- (3, 4-*^}sl/i/tt*s7 ^fr***/) - 

4- (4-^ h^-i^y^^M -2-^7yU-5-W 
/ h°V -TV si-) -7 5K^I* 

5- (3-7?;-1-7 p p^) -3-^77-6 
-*^)V-4- Y*i/y -2- (3, 
4->fUy^>7x; fc°y> J >4 8 0mg 

(1. 16mmol) ^oo^yiOmlfSiS 
L±gft:t 0 y ^^-2-*^#=^ 4MfcE2 2 0mg 
(1. 2 4mmol). h y ^A-T * > 0 . 5 ra 1 
(3. 59mmol) «rli!;iSfl-C 1 B#ffl«l^ Lfc c 

PvF^77^f- (ItK^^ : ^*f"^= 1 : l3i*e> 

2:1) -e«»L*Hfk-&»Sr#fc 0 

Ifc* 160mg (0. 31mmoi) 2 2. 

4% 

MS (ESI, m/z) 52 1 (MH+) 
1H-NMR(CDC13) : 2.47 (3H, s), 3.78 (3H, s), 4.05 (2 
H, t), 5.78 (1H, dt), 6.02 (2H, s), 6.28 (1H, d), 
6.67 (1H, dd), 6.75 (1H, d), 6.81 (1H, d),6.94 (2 
H, d), 7.25 (2H, d), 7.46 (1H, m), 7.86 (1H, dt), 
7.95 (1H, br),8. 18 (1H, d), 8.56 (1H, d) 
[03 11] 5) fc°y "Jy~2-iJJ^^m (3- 
(6- (3, 4-*3-Ul/i/**isy*~j\s**is) - 
4- (4 F^ry7x^) -2-^/U-5- (l 
H— T hy*/-5-* <M -try i?>-3-' <M -T 
VM -7 5 K0>£j* 

ifcHJ7'f;MXl, Oml, 7^ktM)^36 
0 m g b^J& Lfc 7 S^flS h y tt/UX Xtt°})i?>- 
2-*/l'rt>m (3- (6- (3, 4-^^U^^ 
^v^^^^y^^rix) -4- (4-^ h^^7x^) 
-2-^/U-5-i/7; t°y — < )V) -TV 
fr) -75 Kl60mg (0. 3 lmmo 1 ) £ hAoc 

AX* 1 5 Omg (0. 2 7 mmo t ) JRSf* 8 5. 
9% 

MS (ESI, m/z) 564 (MH+) 

1H-NMR (DMS0-d6): 2.44 (3H, s), 3.58 (3H, s), 3.85 

(2H, t), 5.61 (lH,dt), 6.05 (2H, s), 6.20 (1H, 
d), 6.53 (1H, dd), 6.68 (2H, d), 6.48 (1H, d), 6.79 
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(2H, d), 7.69 (1H, m), 7.98 (2H, m), 8.62 (1H, 
d), 8.75 (1H, t) 
[0312] mmM74 (3- (6- (3, 4-^ 

u>i/jr*i/y ^-/uyjr*i/) -a- (4-/ Y*"sy 

-2-/^;\s- 5- (1H~t h y y — 5 
}V) -h°])iyy-3 — (ju) -TV sis) -^>X7? K 

1) (3- (6- (3, 4 -^f l/yyt*v/7x^^ 
it**/) -4- Y^-yy zjlz^jV) -2-^^)V 

-5-i/7/t 6 y^y-3 — (/U) -TV/Is) ->-X 

7 $ K^/tSc 

t°y ^-2-*/U#>ifc (3- (6- (3, 4-^ 

uy^y7x^^^) ~4- (4-*y*i/y 

m -yl/) -2-^f;l/-5-v'7;t D !Ji/y-3-^ 
A-) -Tyyb) -7 5 KO^ricKJpCTfTo*:. 
IR* 5 6. 9 % 
MS (ESI, m/z) 520 (MH+) 

1H-NMR(CDC13): 2.46 (3H, s), 3.75 (3H, s), 4.03 (2 
H, t), 5.52 (1H, dt), 5.66 (1H, dd), 5.86 (1H, b 
r), 6.01 (2H, s), 6.29 (1H, d), 6.74 (1H, d), 6.81 

(1H, d), 6.95 (2H, d), 7.24 (2H, d), 7.40-7.55 (3 
H, m), 7.64 (2H, m) 

[0313] 2) (3- (6- (3, 4~*1FUl/*Jyt 
$ri/y ^~J\sjr*i/) -4- (4-/ Y^'yy ^z=-)V) 
-2-^^-5- (1H-7 hy*/-5 — f/U) 

-TV/I-) -^<yX7 5K^filt 
t o y^>*yW^>-^ (3- (6- (3, 4-^U> 
&it**/7 a—Arit^ri/) -4- (4-^ h+->7xx 
)V) -2-^^-5- (lH-rh7/-5-^^) 

-t°y >^-3->r/v) -tvjis) -t 5 Ko-frj*K!p 

IR* 3 0. 7 % 
MS (ESI, m/z) 563 (MH+) 

1H-NMR (DMS0-d6): 2.46 (3H, s), 3.60 (3H, s), 3.84 
(2H, t), 5.72 (lH,dt), 6.05 (2H, s), 6.20 (1H, d 

d), 6.70-6.75 (3H, m), 6.86-6.96 (3H, m), 7. 40-7. 56 
(3H, m), 7.79 (2H, d), 8.50 (1H, t) 
[0 3 14] %1kmi 5 3- (6- (3, 4-*3~ 

\sl/is**i/y 3L~jVttis) -4- (4-^ h*i/7 
-2-^^-5- (lH-r hyy-5-j 

)V) -try v^-3-^U) -TVM - (2~*h* 

i/) T±hT* KOd* 

l) 3- (6- (3, 4-*^vi/Vjr**yy*.^)Vjr 
*i/) -4- (4-^ Y*i/7 sl—jV) -2-~/^jV- 
5-i/TS t°y iff-a-'f/U) -T])M - (2-/ 

fy^y*yi/#y» (3- (6- (3, 4->^u-^ 

^*5/7 3i=^*v/) -4- (4-^ h*i/7=.=- 
)\>) -2-^fyi/-5-v'7yt 9 !jyy-3 — f/u) - 
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MS (ESI, m/z) 488 (MH+) 

1H-NMR(CDC13) : 2.45 (3H, s), 3.38 (3H, s) , 3.82 (2 
H, s), 3.87 (3H, s),3.85 (2H, m), 5.46 (1H, dt), 

6.01 (2H, s), 6.18 (1H, d), 6.40 (1H, br),6. 66 (1 
H, dd),6. 74 (1H, d), 6.81 (1H, d), 6.98 (2H, d), 
7.24 (2H, d) 

[0315] 2) 3- (6- (3, A-j^l/l/*/** 
y7i^^ry) -4- ( 4 - * Y *i/y ^^/U) - 

10 2-^^-5- (ih-t YyV-5 — tiv) -b°y 
v>>--3 — (/V) -TV sis) - (2-*h*i/) Tirh 
7 5 K*>-frj* 

t°!)^y*;U/Kyi (3- (6- (3, 4-/^-uy 

v/^y7i^t^ry) -4- (4-y F^y7x^ 
/U) -2-^^-5- (lH-7h7/-5-^/^) 

-try^v-3 — r/u) -7y/u) -r$ k^j&ic* 

Jft^P 5 2. 6 % 
MS (ESI, m/z) 531 (MH+) 
20 1H-NMR (DMS0-d6): 2.43 (3H, s), 3.23 (3H, s), 3.66 
(2H, t), 3.71 (2H,s), 3.72 (2H, s), 5.52 (1H, d 
t), 6.05 (2H, s), 6.11 (1H, d), 6.52 (1H, dt), 6.7 
5 (1H, d), 6.80 (2H, d), 6.86-6.94 (3H, m), 7.78 
(1H, brt) 

[0 3 16] mmm7 6 3- (6- (3, 4- **}-}/ 
yy^^y7x^;m> / ) -4- (4-;* h*i/7 = 

-2-^^-5- (lH-rh7/-5-f 
)V) -t°y v>>--3 — <fr) -TV)V) -4-*h*i/ 
^X-7 5 Kco^jc 
30 l) 3- (6- (3, 4-*^uyyjr*^y ^~;\oJr 

^y) -4- (4-^ h^ri/^^n/l^) 
5-->7/t°y ^V-3—f/U) -7y^) 
*^VX7S K©-&* 

try ^>-2-*/U3j?>» 3- (6- (3, 4-^ 
l/y^^7x^«v/) -4- (4-/ h^rv^ 
3i^/u) - 2 -^^/u- 5 - (lH-r hyy-5 — f 
)V) -try v^-3—OU) -7y/u) -7$Ka>-g*j£ 

iR^ 5 4. 8 % 
40 MS (ESI, m/z) 550 (MH+) 

1H-NMR(CDC13) : 2. 46 (3H, s), 3.78 (3H, s), 3.86 (3 
H, s), 4.02 (2H, t),5.52 (1H, dt), 5.72 (1H, br), 

6.02 (2H, s), 6.28 (1H, d), 6.66 (1H, dd),6. 74 (1 
H, d), 6.81 (1H, d), 6.90-6.98 (4H, m), 7.25 (2H, 
d), 7.62 (2H, d) 

[0317] 2) 3- (6- (3, 4-**?\/l/*?it* 
^/7x^;U^'» -4~ (4-/ V*i/7aL~jV) - 
2-7*^-5- (1H-7 b^y-5-^yU) -h°y 
v^-3-^) -7D/U) -4-t« h^v^O-X-7 
50 5 Y<D&$L 
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fy^-2-*/U*^ifc 3- (6- (3, 4-^ 

u>i?ttis7 -4- (4-n^>7 

^-/^) -2-^^-5- (1 H-x h^y- 5 ~4 

M -trys^-3-^/u) -7y^) -7?k^ 

5 4. 5 % 
MS (ESI, m/z) 593 (MH+) 

1H-NMR (DMS0-d6): 2.45 (3H, s), 3.62 (3H, s), 3.80 
(3H, s), 3.82 (2H,m), 5.62 (1H, dt), 6.05 (2H, 

s), 6.18 (1H, d), 6.54 (1H, d), 6.70-6.78 (3H, m), 
6. 86-7. 00 (5H, m), 7.73 (2H, d), 8.36 (1H, br) 
[0 3 18] %m&\7 7 3- (6- (3, 

y^:/7x^t*v/) -4- (4-;* h*i/7x. 
-2-^^-5- (lH-rh7/-5-^ 

1) 3- (6- (3, 

^rv') -4- (4-^ h*i/7x=;u) -2-^A-- 

t°y ^^-3-^/w) -ry^) -2-^h 

b°y v^-2-#/U#>^ 3- (6- (3, 4-^^ 
i/ym^yx^t^y) -4- (4-^ h^y7 
a^/P) -2-^^1—5- (1 H-y- hy/-5 — f 

/ix) -try ^>-3-^yv) -ry/w) -7 5K©*rt 

Ifclp 7 9. 6 % 
MS (ESI, m/z) 550 (MH+) 

1H-NMR(CDC13): 2.47 (3H, s), 3.72 (3H, s), 3.89 (3 
H, s), 4.10 (2H, m),5.62 (1H, dt), 6.01 (2H, s), 
6.25 (1H, d), 6.66 (1H, dd), 6.74 (1H, d),6.81 (1 
H, d), 6.90 (2H, d), 6.96 (1H, d), 7.09 (1H, t), 
7.25 (2H, d), 7.45 (1H, m), .7. 75 (1H, br), 8. 16 (1 
H, dd) 

[0319] 2) 3- (6- (3, 

^7x^t^rv/) -4- (4-^ h*^7x^) - 
2-^/1—5- (1H-7 YyV- 5 — fyu) - t°y 
v^-3-^) -ry/U) -2-> h^rv^-O-X-T 

try v?^-2-*/U#^Bl 3- (6- (3, 4-*^ 
lsl/i?ttZ/y = ~/l>tti/) -4- (4-^ h*i/7 
3i ^/W) -2-^^-5- (lH-f hyy°-5-^ 

AO -tryi?>-3->f/i/) -ryyu) -r$ K<&-frj* 

HK^ 6 0. 0 % 
MS (ESI, m/z) 593 (MH+) 

1H-NMR (DMS0-d6): 2.46 (3H, s), 3.60 (3H, s), 3.81 
(3H, s), 3.88 (2H,m), 5.62 (1H, dt), 6.05 (2H, 

s), 6.20 (1H, d), 6.50 (1H, dd), 6. 70-6. 76 (3H, m), 
6.88-6.94 (3H, m), 7.00 (1H, t), 7.10 (1H, d), 7. 

44 (1H, t), 7.63 (1H, dd), 8.14 (1H, brt) 
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[0 3 2 0] 8 77>-2-A/I/#^ 3 

- (6- (3, 4-*^Ul/i/**i/7^~j\s**i/) 
-4- (4-^^^7 x -/i.) - 2 5 - 

(lH-f h7 % /-5-^) -fc°y v^y-3-^/U) 

-ry/w) -75 Kco^ 

1) 3- (6- (3, 4-^ 

^U^^^r^^^^yu^^) -4- (4-*h*5/ 
7^^/P) -2-^f;U-5->77 try v^-3-^ 
/u) -7y;u) -T5 Ko-frjfc 
10 h°y v^^-2-*^#^lt 3- (6- (3, 4-t^^ 
l/>yt^rv/7x^l/^i/) -4- (4-^K'>7 
*~/u) -2-^^-5- (lH-r YyV-5-4 
)V) -t°y v^-3-^/u) -7y/u) -7 5K©^]* 

W .87. 2 % 
MS (ESI, m/z) 510 (MH+) 

1H-NMR(CDC13): 2.45 (3H, s), 3.81 (3H, s), 3.98 (2 
H, t), 5.50 (1H, dt), 6.02 (2H, s), 6.13 (1H, br), 
6.25 (1H, d), 6.52 (1H, dd), 6.66 (1H, dd), 6.74 
20 (1H, d), 6.81 (1H, d), 6.96 (2H, d) , 7.09 (1H, d), 
7.24 (2H, d),7.45 (1H, m) 

[0 3 2 1 ] 2) yy>- 2~^J/U^^ms~ (6- 
(3, 4- *^\s>i?tt*/7 -4- 
(4-^ Y^ri/y^^M -2-*^/\s-5- (1H- 
rfr/-5-^) -h°Vi»-3 — tM -TV 
AO -75 V<D&& 

try ^>-2-#/U*>^ 3- (6- (3, 4-^^ 
\s>\/tti/7 -4- (4-^^r'>7 

A") -2-^^-5- (lH-rh7y-5-^ 
30 /U) -fc°y >^-3 — T^) -7J/U) -7;K^ 

JR^ 4 3. 8 % 
MS (ESI, m/z) 553 (MH+) 

1H-NMR (DMS0-d6): 2.44 (3H, s), 3.65 (3H, s), 3.78 

(2H, t), 5.59 (lH,dt), 6.05 (2H, s), 6.18 (1H, 
d), 6.52 (1H, dd), 6.59 (1H, dd), 6.74 (3H,m), 6.8 
8-6.94 (3H, m), 7.03 (1H, d), 7.79 (1H, m), 8.37 
(1H, brt) 

[0 3 2 2] mmm7 9 3- (6- (3, 4-^fL/ 
40 yv?t*v/7 x.~jV3r*is) -4- (4-^ h*i/y* 
-AO -2-^^/U-5- ( 1 H-x VyV- 5 -4 

?v) ~t°y ^v-3-^/w) -ry^) -3-^3-> 

1) 3- (6- (3, 4-^^l/>v ? ^-^v'73:n>rU^- 
-4- (4-^ Y^ri/7 -2->^vU- 

5-V/7/ t°y v>>-3— rAO -ry/v) -2-n 
t e y>?y-2-^y| 3- (6- (3, 4-y^ 

U^^^oi-A^^) -4- (4-^ h*^? 
50 - 2-^^/lx- 5 - (lH-fh7 x /-5-^ 
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)V) -t:°3yy-3-^^) -TVM -7$K^M 

Jfcap 8 0. 9 % 

MS (ESI, m/z) 550 (MH+) 

1H-NMR(CDC13) : 2.46 (3H, s), 3.75 (3H, s), 3.85 (3 
H, s), 4.03 (2H, t),5. 54 (1H, dt), 6.02 (2H, s), 
6.28 (1H, d), 6.56 (1H, dd), 6.74 (1H, d),6.81 (1 
H, d), 6.94 (2H, d), 7.05 (1H, dd), 7.11 (1H, d), 
7.24 (2H, d),7.29 (1H, m), 7.33 (1H, t) 

[0 3 2 3] 2) 3- (6- (3, 4- t^Uls&it* 10 
i/7x^t^rv/) -4- (4-> h^rS/7x^) - 
2-^^-5- (1H-7 h?y~ 5-J;ls) -t°y 
v^-3—Ou) -TUyw) -3-^^yX-7 

fc°y i/^-~2~i3jV^>m 3- (6- (3, 4-^^ 
U^i/^^r^^^^U^-^riy) -4- (4-^ 

-2-^^-5- (1H-T h7/-5-^ 

JtX^ 17.5% 20 
MS (ESI, m/z) 593 (MH+) 

1H-NMR (DMS0-d6): 2.45 (3H, s), 3.60 (3H, s), 3.79 
(3H, s), 3.82 (2H, t), 5.60 (1H, dt), 6.05 (2H. , 

s), 6.19 (1H, d), 6.54 (1H, dd), 6. 70-6. 76 (3H, m), 
6.86-6.94 (3H, ra), 7.07 (1H, m), 7.30-7.38 (3H, 

m), 8.50 (lH,t) 
[0 3 2 4] mW&l 80 l-(3-(6-(3, 4- 

t^Vlsiy^i/V ^~)\sjr*i/) -4- (4~Jh* 

i/yaL^jV) (lH-rh7/-5 

-4jV) -t°\)^^-3 — i )V) -TV /I") -t°n!Jv> 30 

>-2, 5 -i/^XD^jfr 

1) 1- (3- (6- (3, 

^/^^•y) -4- (4-^ Y^^yy z^-jv) -2-y< 
^-5-^/7; t°y v^-3->OV) -TVJI-) -fcT 

5- (3-^dd-1 - -fu^-jv) - 3 ~'sT J - 6 
-^A—4- (4 F^f^7x^V) -2- (3, 
4-^f l/y^^xy^fi/) fc°y v>>5 3 Omg 
(1. 2mmol) ^THF10mU«U =i/n* 

K2 4 0mg (2. 42 mm ol) , 60 40 
it-fhV <}J*1 OOmg (2. 5mmo 1) , l:ftf h 
^^f/^y^^^ASOmg (0. 25mmol) £r 

IRS 3 8 0mg (0. 76mmol) 63. 
7% 

MS (ESI, m/z) 498 (MH+) 50 



¥fffl¥l 0-2 9 9 7 9 
128 

1H-NMR (CDC 13) : 2.42 (3H, s), 2.61 (4H, s), 3.87 
(3H, s), 4.05 (2H, d), 5.30 (1H, dt), 6.01 (2H, 
s), 6.27 (1H, d), 6.65 (1H, dd), 6.74 (1H, d) , 6.8 
1 (1H, d), 6.95 (2H, d), 7. 18 (2H, d) 
[0 3 2 5] 2) 1- (3- (6- (3, 
y^y7i^t^y) -4- (4-^h^v/^x.^ 

M -2-^^-5- (ih-7 hyy-5-4^) 
-\+})i?is-a — <jv) -7!i;u) y 

5-v^->cO^ 

fc°y y^y*/^^ (3- (6- (3, 4-^^U^ 
Sy^^^/W^v-) -4- (4-7< Ky7x^ 
/U) -2-^f/U-5-^7/t°!Jy ; y-3 — T/1") - 

1)2$ 17. 0% 

MS (ESI, m/z) 541 (MH+) 

1H-NMR (DMS0-d6): 2.39 (3H, s), 2.54 (4H, s), 3.73 

(3H, s), 3.90 (2H, d), 5.32 (1H, dt), 6.05 (2H, 
s), 6.19 (1H, d), 6.53 (1H, dd), 6.76 (1H,), 6.76- 
6.92 (5H, m) 

[0 3 2 6] W&M 81 1- (3- (6- (3, 4- 
* ^U>i/$-*i/7 iL^jVtti/) -A- (4^h^v 

y^=-)V) -2-^^-5- (IH-7 YyV-5- 
-try ^V-3-^/U) -3-t°y 

1 - (3 - (6- (3, 4-^^uyy^-^i^y 
Or*c\s) -4- (4 / h*i/y x-^M -2-*^)V- 

5- (iH-7hr/-5-^/H -try^y-3->f 

/I/-7!JyU7;>50mg (0. 1 1 mm o 1) % try 
v*>— 2-^^*/U/<5 -731^71^01^x^3 0 m 

g (0. 14mmol) ^y^t^ 1 0 

LC (0. 1 %TFA7k : T± h y /W 95:5^ 

^2 0:8 0) I^L*S{fra«f#fc 0 

flR* 2 0mg (0. 0 3mmol) 31. 4 

% 

MS (ESI, m/z) 579 (MH+) 
1H-NMR (DMS0-d6): 2.45 (3H, s), 3. 

(2H, t), 5.61 (1H, dt), 6.04 (2H, 
d), 6.52 (1H, dd), 6.72 (3H, m), 6.80 (3H,m), 7.26 

(1H, d), 7.70 (1H, brt), 8.10 (1H, d), 8.22 (1H, 
d), 9.33 (lH,br) 

[0 3 2 7] MMm 82 1 - ( 3 - ( 6 - ( 3 , 4 - 

7x^/1/) -2-/^^-5- (IH-7 hyy-5- 
~t°y^v-3 — (M - 3-^T^-yu- 2- 

1- (3- (6- (3, 4 Uy^'>7x^U 
-4- (4^^v^7x^) -2-*?vU- 
5- (IH-7 h^y- 5 ->f ;U) -t°y iyy-3-^ 
/I/) -3-t°y i?^-2-^/ls-$lsT(D&mZ-m£X 
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s), 6.20 (1H, 
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ifc^s 6 2. 2 % 

MS (ESI, m/z) 521 (MH+) 

1H-NMR (DMS0-d6): 2.43 (3H, s), 3.63 (3H, s), 3.72 

(2H, m), 5.58 (lH,dt), 6.05 (2H, s), 6.18 (1H, 
d), 6.54 (1H, dd), 6.62 (1H, br), 6. 73-6. 80 (2H, 
m), 6.86-6.94 (4H, m), 7.02 (1H, d), 7.25 (1H, d), 
7.30 (1H, d) 

[0 3 2 8] mM@l8 3 5- (3-fc Ko^>- 1 - 
^p^^) -4- (3, Y*i/7 - 10 

6-^^-2- (3, 4-*^U^i/j-*is7^/* 
is) -3- (lH-rh7/^-5-^;v) \?Vi?> 

7^tthy^^4 2 0mg (6. 5 mm o 1 ) tmt 
Mi/f;^X0. 9ml (3. 25mmol) <fc 9 IB 
MLfchy^^^T^KtS-^TZ-S- (3- 
fcKP^^-l-yn^) -4- (3, 
^v-^^^/W) -6-^^-2- (3, 4-^^l/> 
v^^v^m/ 3rv0 t , !i^2 9 0mg (0. 6 5m 
mol) ^F;Vxy5mU 3 B HBPiBiat Lfc Q 20 

-*#/—fr=9 : 1) tfSlt ^biCHPLCffi 

iRi 55mg (0. 37mmol) JR^ 17. 3 

% 

MS (ESI, m/z) 490 (MH+) 

1H-NMR (DMS0-d6): 2.45 (3H, s), 3.65 (6H, s), 3.92 
(2H, brd), 5.71 (1H, dt), 6.05 (2H, s), 6.16 (2H, 
d), 6.25 (1H, d), 6.36 (1H, t), 6.53 (lH,dd), 6.7 30 

5 (1H, d), 6.89 (1H, d) 
[0 3 2 9] %1fcm & 4 4- (4-> V*i/y *~ 
-6-^^-2- (3, 4-^1/^^-77 

xyar>» -5- (3- (6 -^n^t°|j 2 — f 

;vt*^) -i-7p^;u) -3- (lH-r^/ 

— A<— 5 — i/xo^ffc 

D M F 5 m 1 ff 3 IIM 4 3 (Dft^ft 2 2 6 m g (0. 4 
9mmo 1 ) C6 0 M^90mg (2. 

2 5mmo 1 ) , 2, 6-y7n^h°!j v^>2 4 1 mg 
(1. 0 2mmo 1 ) £ 1 0 0 3 Bf^JPfl 40 
J±TT*DMF£@£&2NJfig^Jn;^ g^^^T^ 

WL*«ji«r«s*aaH- b y «bet*«l 

<K* 2 3 4mg (0. 38mmol) 77. 
6% 

MS (ESI, m/z) 617 (MH+) 

1H-NMR(CDC13): 2.49 (3H, s), 3.77 (3H, s), 4.75 (2 

H, d), 5.66-5.76 (1H, d), 5.98 (2H, s), 6.36 (1H, 50 
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d), 6.52-6.80 (5H, m), 6.92 (2H, d), 7. 04 (1H, d), 
7.39 (1H, t) 

[0330] nmms 5 5-= ho-try $^-2- 

-OU 3- [4- (4-^ h^r->7x^/U) -2-^^ 
/U- 6 - (3, 4-^^1/7^^^7-^^y 3r>0 - 
5- (lH-7h7/^-5-^f^) -\?])i?>-3 

3- [4- (4-^ h^rv^^^A-) -2-y^/u-6 
- (3, 4-^f l/>y^y-7x; - 5- 

(lH-7F7 7Wu-5-^f;l/) -t°y^>-3 — f 
/]/) -7 P P7 P -2-xy-l-i--/l/2 0 0mg (0. 
4 3 5 mm ol) , 60 Vo^Mty^T MJ^35mg 

(0. 8 7 0mmol) £ 9 ffr& Lfc7^3 K-f * 
><7)DMF 5m 1 ^1:2-7^^-5-^ hDt°!jy 
7177rag (0. 870mmol) ^0°CT';Dnx., T 
/U^^#H«T8 0^C^T2 4^rati#L^ o SJ£»T 

35mg (0. 0 6 0 2mmol) 14 

% 

MS (ESI, m/z) 582 (MH+) 

1H-NMR(CDC13): 2.49 (2H, s), 3.73 (3H, s), 4.90 (2 
H, d), 5.73 (1H, dt), 5.98 (2H, s), 6.48 (1H, d), 
6.52 (1H, d), 6.63-6.75 (5H, m), 6.89 (2H,d), 8.33 
(1H, dd), 8.96 (1H, d) 

[0 3 3 1 ] HiS#tj8 6 2, 4-v>7/^P7xx;l/ 
-2ul"<^>m 3- [4- (4-* V^ci/y^-fr) 
-2-^^-6- (3, 4-^l/y^7-7x 
y^ry) -5- (1H-7F7 7-/U-5 — f/U) -t° 

y^v-s-^/u] -2-7 p pt°i/>^^^/K7)^i$ 

2, 4-y7yl/tP$fifi2 2 8mg (1. 4 4mm 
o 1) 5:h;ux>5ml|:g^U T i/{ki?y ^ xiA/fc 
^*!J/H95mg (1. 5 8mmo 1 ) , h !)xf;l/ 
7;>160mg (1. 5 8 mm o 1 ) SrJPx:, 8 Ot: 
}^2«)$U: 0 *<D«3- [4- (4-^h^> 
y^xiyU) -2-^^-6- (3, 4-^^-UVi/^- 
^•y-7xy^y) - 5 - (1H-7 h y 5 - 

-fyU) -trys^v-3 — fA] -7p7-2-xy-i 
-^2 0 0mg (0. 4 8 0mmol) £80t:{- 
TAD^L, 2«PlB«»Lfc. E*S»7SL RES 

ft3S£Si^2m lJbPx., 3 0»WffifLfc, SJ^ 

i) k:t»»u *mt^*t#*i. 

IR* 2 5 Omg (0. 4 0 7mmol) 48 

% 

MS (ESI, m/z) 615 (MH+) 
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1H-NMR(CDC13): 2.43 (3H, s), 3.62 (3H, s), 4.55 (2 
H, d), 5.54 (1H, dt), 5.89 (2H, s), 6.26-6.51 (3H, 

m), 6.60-6.65 (3H, m) , 6. 79-6. 86 (3H, m),7.88 (1H, 

br s) 

[0 3 3 2] mi&&\8 7 3- [4- (4-* 
=l~JV) -2-^^-6- (3, 
*S-7 =-J -5- (lH-T^y-^-S-f 

;l>) -t°y v^-3 — fyO<0 -yp/V^^ 
3- [4- (4-^ -2-^^-6 

- (3, 4-^ ^U^i/j$-*ci/-7=.y -5- 10 
(lH-Th7/^-5-^/U) —try S^^— 3— Y 

/U] -/D^-2-xy-i-t-/H0 0mg (0. 

2 18 mm o 1 ) £g^^/U 10ml fdjgjj? U 10 

^10 0%) KTttKU 

l&S 90mg (0. 195mmol) JR^ 8 9% 
MS (ESI, m/z) 462 (MH+) 

1H-NM(CD30D) : 1.50-1.62 (2H, m), 2.48-2.58 (5H, 20 
m), 3.37 (2H, t), 3.76 (3H, s), 5.95 (2H, s), 6.45 
-6.61 (2H, ra), 6.75 (1H, d), 6.85 (2H, d),7.02 (2 
H, d) 

[0 3 3 3] WfcmS 8 4- ■ (4-* h*i/7 *~ 
)V) -6-^^-2- (3, 4-*?-U>i/**Z/-7 
x/^ry) -5-^Pt>-3- (lH-rhr/^ 

3- [4- (4-J h*ci/7=z~/l<>) ~ 2-t^)V- 6 

- (3, 4-^fl/yy*^-7i; ^tvO -5- 
(lH-fh7^-5-^;V) -t: o y ^7-3-^ 30 

/U) -yp/-2-xy-l-t-/H6 0mg (0. 

3 4 8mmol) Sr ^ * J — ^- ^ P P ^yUA^jft 

(5 : i) iomii:**u mt^y^v^zmmm 

120mg (0. 2 6 9mmol) JR¥ 77 

% 

MS (ESI, m/z) 446 (MH+) 40 
1H-NMR (DMSO-d6) : 0. 72 (3 

H, t) , 1.2 4- 1.3 5 (2H, m) , 
2.3 3-2.3 9 (2H, m) , 2.4 3 
(3H, s) , 3.7 3 (3H, s) , 6. 

04 (2H, s) , 6.49-6.53 (1 
H, m) , 6.7 2-6.7 3 ( 1 H, m) , 

6.84-6.90 (3H, m), 6.99 
(2H, d) 

[0 3 3 4] HJ£#"J8 9 3- [2-77^-2 — ( ;U 
-4- (4-* h**>7x=yl/) -6- (3, 4~/^ 50 
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^y^v/-7x/ary) -5- (lH-fh7 x /- 

— f/u) —try 3 --ou] 2- 

1) 3-y7/-6-77>-2-^;l/- 5 — 3— K — 
4- (4-y F^'>7x^u) -2-b°y K>©^fiE 
3-y77 - 6 -77>- 2 — f^-4- (4 h^r 
v^^^/U) -2-t°y K^2. 00 g (6. 8 4mm 
ol) £Tir h y /l- 5 Om 1 M*g#PU N-3^t; 
3^»^SK3. 08 g (13. 7mmo 1 ) %M 

it, -mn?mffiLtz 0 5* u 

IRS 1. 5 7g (3. 7 5mmol) Ifc^ 55% 
MS (ESI, m/z) 419 (MH+) 

lH-NMR(DMS0-d6) : 0.72 (3H, t), 1.24-1.35 (2H, m), 
2.33-2.39 (2H, m), 2.43 (3H, s), 3.73 (3H, s), 6.0 
4 (2H, s), 6.49-7.01 (7H, m) 

[0335] 2) 2-^PP-3-'>77-6-77y 
-2— K-4- (4-* Y*i/7x.~ 

M -ey^vco^ 

3- >7/-6-77>'-2->f;l/-5-3 - K-4- 
(4-^ h^v-^^/U-) -2-h°y K>1. 5 7g 
(3. 7 5mmol) ^^Sfty > 3 Om 1 Cgjjf 

Li o oW-MlttLfc. a-^i/iftfby >*WET« 

I&i: 800g (1. 88mmol) iR* 5 0% 
MS (ESI, m/z) 437 (MH+) 

1H-NMR(CDC13): 3.89 (3H, s), 6.62-6.63 (1H, m), 7. 

04- 7.31 (5H, m), 7.67-7.70 (1H, m) 

[0 3 3 6] 3) 3-y7/-6-77V-2-^;U- 

5- 3 — K- 4- (4 h+i/7i^/l/) -2- 
(3, 4-y^W>> ? ^-^rv/-7aiy^v^) -t'U^y 

-fei^E™ /U 1 . 0 9 g ( 7 . 8 8 mm ol) , 60 %tK 
lfttMJ^4 2 0mg (10. 5mmol) X *) ft 
f&L,tz7=zS *->Y-(*XDDMF 10ml 2 - 

^pp-3- v-T / - 6-777- 2 — f ;U- 5 - 3 — 
K-4- (4-^ ^^7x^1/) -t°!)^y2. 2 3 
g (5. 25mmol) SrO^T^Px., TA-^V#ffl5l 
mi:SLT3 0»WLfco SffiTSflESre* 

- (^**^-ftai^/i/=3 : i) x^mm^mmit^ 

2. 14 g (3. 9 8mmol) 60% 
1H-NMR(CDC13): 3.89 (3H, t), 6.03 (2H, s), 6.52 (1 
H, dd), 6.70-6.85 (3H, m), 7.59 (1H, q) 
[0 3 3 7] 4) 3-[5-v/7;-2-77y-2- 
4 - (4-^ h^-y7x^yu) -6- (3, 4- 
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3 "^77-6-77^-2 A— 5-3 — K~ 4 - 
(4-n + v/7i^U) -2- (3, 

^^ri/-7oi/^r^» -h°!Jv ? y2. 14 g (3. 9 8 
mm o 1 ) , T 9 ]) 598mg (5. 98m 

mo 1 ) , h!1^7$y40 3mg (3. 9 8mm 
o 1 ) , ftl^r^A8 9m g (0. 3 9 8 mm o 
1) 5:DMF 2 0 m 1 (^^f L 1 5 0 °CT 5 P| WiH 

77^- (-^r^^-^^^-3 : 1) TiSL* 

IRS 5 0 0mg (0. 9 7 9mmol) JR* 25 

% 

MS (ESI, m/z) 511 (MH+) 

1H-NMR (CDC 1 3 ) : 1. 24 (3H, 
t) , 3.8 7 (3H, s) , 4.15 (2 

H, q) , 5.4 5 (3H, m) , 6 . 0 3 20 
(2H, s), 6.47-6.49 (1H, 

m), 6.71-6.92 (4H, m), 6. 
9 7 (2H, d) , 7. 2 5 (1 H, d) , 
7.5 5 (1H, s) , 7.8 8 ( 1 H, 
d) 

[0 3 3 8] 5) 3- [5->T;-2-77>-2- 

4 )V- A- (4 — * Y*i/yzL~;V) -6- (3, 4- 

^^t*^7x; -try ^v-3->f 

yU]-7 P p7 P -2-^>- 1 

3-[5-v'7;-2-77y-2-^ A— 4 - (4- 30 
^ Y^i/y^z^jV) -6- (3, 4-^^l/^^^-^ri/ 
-7 -try i^>-3-4M-T^ D/Vtit 

xf;l/x^r;l/5 0 0mg (0. 9 7 9mmol) £^ 

I. 9 6ml (1. 9 6mmol) S:STLfc 0 -60 

■7h^77-f- (-^^>-S^^/W=3 : 1) "eflf 40 

IRS 12 0mg (0. 2 5 6mmol) IR* 2 6 

% 

MS (ESI, m/z) 469 (MH+) 

1H-NMR(CDC13) : 3.86 (3H, s), 4.04 (2H, br d), 5.37 
(1H, dt), 6.03 (2H,s), 6.45-6.47 (1H, in), 6.69-7. 

00 (7H, m), 7.25 (2H, d), 7.52 (1H, s), 
[0 3 3 9] 6) 3-[2-77>-2-^/l/-4- 
(4-^ h^y7x^) -6- (3, 

**i/-y^S*ci/) -5- (lH-rl>7/^-5 50 
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— fAO -t°y 3 — f^]-/p/-2-xy- 

1 

3-[5-^7;-2-77y-2-> f/U-4- (4- 
^ h*->7x^) -6- (3, 4-^f l^y^v/ 
-:7^y^» -b°y v ; V-3-^yU]-7 P n7 P -2- 
xy-l»t-yH5 0mg (0. 3 2 0mmol) £ 
hA^V 10ml fcSflPLTv^b-f hy^A125mg 
(1. 9 2mmo 1 ) , ]) -n-^f^X4 1 

7mg (1. 2 8mmo 1) 4^MLfc7^ftHJ- 

*Lfco «ET»»E*:ffl*U SktiSefiSrv'y 
/^7A^P-7h^77>f- (^ p ptJnA^ — y ^ / — 
/U= 1 0 0 : 1 3 0 : 1 ) T^L«Ift^^# 

I&fi 35mg (0. 0684 mm ol) lR*P 2 1 
% 

MS (ESI, m/z) 512 (MH+) 

1H-NMR(CDC13): 3.72 (3H, s), 3.80 (2H, br), 5.28 
(1H, dt), 6.06 (2H, s), 6.45-6.63 (3H, m), 6.80-6. 
99 (7H, m), 7.82-7.83 (1H, m) 
[0 3 4 0] 0 5-[3- 

2 — <u*i/) -:/Pt: o A0-4- 
i/y -6-^^/1^-2- (3, 4-y^lx>^ 

^y-7x/^y) -3- (lH-fh7/^-5 

— r/i^) -t°y^v^^ 

3- [4- (4 h^y7x^) _2-^^yix-6 
- (3, 4->^U>v?^^r^-73iy ^iy) -5- 

(1H-7 h 7/^-5 — fAO -b°yiy>-3-^ 
AO -7 9 P/V-/H2 0mg (0. 2 6 0 mm o 

1) , 60%*Iftthy^A31mg (0. 7 8 0m 
mol) £ ^ffr&LfcTA'^Sy MtV^DMF 5m 

l»Sl:2, 5-y7n^t o y^yi85mg (0. 7 

8 0mmol) SrO^T^PX., 7;My#lMTlOO 

ssriMiu gtsixwttWLfco #wi%Hi*aEik 

*7^^P7f^77^ (^ p p*/i^a-^ — A' 
= 10 0:1) "C»«L*Hfb-fr**»fc. 
424 8 0mg (0. 1 3 0 mm o 1 ) J|X^ 5 0% 
MS (ESI, m/z) 617 (MH+) 

1H-NMR(CD30D): 1.75-1.85 (2H, m), 2.49 (3H, s), 2. 
65-2.70 (2H, ra), 3.74 (3H, s), 4.09 (2H, t) , 5.95 
(2H, s), 6.46-6.61 (3H, m), 6.73-6.77 (3H,m), 6.97 
(2H, d) , 7. 67-8. 10 (2H, m) 

[0 3 4 1 ] mMffl9 1 N- (2-fc KP^y-x 
^AO -4- (4-^ b^rv-y^^AO 
6- (3, 4-^f l/yyt^v/-7x/^y) -5- 

(lH-fh7/-^-5->{;u) -s3fy|7;K 



(69) 

135 

1) N- -5-v'7V-4 

- (4-7* K'>7xr:;l/) _ 2 ->fvU-6- (3, 

3- V-7V-5-3— K-4- (4-^ h^v^m- 
/U-) -6-^^W-2- (3, 4-^^U^^^-^v— 
7xy^-» -fy^^l. 00 g (2. 06mmo 
1) \ 2-7;yx^y^;i/6 2 9mg (10. 3mm 
ol) , ?L*f-)VT % > 1 . 04 g (10. 3 mm o 

1 ) . f[ftk'<yWJ*4 6mg (0. 2 0 6mmo 1 ) 10 

^DMFiomi fcjwuu -mt&mntmTi 0 0°C 

Tf2 4«HRKlP«Hi«Lfc. JMfrSK U 

jjtfjVjjy J\$ n-r h^*7^-f — (^pp*;^100 

IfcS 570mg (1. 27mmol) flX^ 6 2% 
MS (ESI, ra/z) 448 (MH+) 

1H-NMR(CDC13): 2.42 (3H, s), 3.10-3.38 (4H, ro) , 3. 20 
83 (3H, s), 5.99 (2H, s), 6.30 (2H, s), 6.30 (1H, 
br), 6.58-6.80 (3H, m), 6.98 (2H, d), 7.37(2H, d) 
[0342] 2) N- (2-fc: Ko*^-^) -4 

- (4-* h^i/?*.—/*') - 2-^^-6- (3, 

4- ^^U>^**S/-7 3iy ^rvO -5- (1H-7 

N- (2 - t: Kn^y-xfyV) -5-^77-4- 
(4-^ hdr->7i^) - 2 - ^ 6 - (3, 4 

fl/yi?t*^-7iy -^3fyg7?K 
5 7 0mg (1. 2 7mmol) Srh^xyiOmlC 30 
S«fL7^kthy^4 9 5nig (7. 6 2mmo 
1) , Ifkh!)-n-/fy^Xl. 6 6mg (5. 0 
9mmol) ^fe^fifeLyhT^k h y -n-y^U^X 
^Px. 2 4 iVmAHRUfttt L^o KJfc^T^ l 

p ufrjUJ*-* $ 10 0 : 1*^1 

0:1) ^mk\j&wc&m*mt* 

iKft 155mg (0. 316mmol) JR$ 25 

% 40 

MS (ESI, m/z) 491 (MH+) 

1H-NMR(CD30D): 2.44 (3H, s), 3.18-3.32 (4H, m), 3. 
74 (3H, s), 5.96 (2H, s), 6.50-6.79 (5H, m), 7.08 
(2H, d) 

[0 3 4 3] 2 {3 -[4- h**S 

y^^jV) -2-^^-6- (3, A-t^lsl/i/Jr 

*i/-yx.;*i/) -5- (lH-rF7/-;v-5- 
>T^) -t 9 yv ; y-3-^/i/]-7!);W -T-fcrhT$ 

1) {3-[5-v/T/-4- (4-^ ^v/7x^ 50 
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/U) -2-^fvW-6- (3, 4-^^l/>v ? ^-^r^>- 
^^y^i/) -t°!Jyy-3-Y/H-7!i/W -Tir 

3-[5-y7;-4- (4-^ h^rv^^-yU) -2 
(3, 4-^f l/y> 5 t^v'-7x7^ 

s/) -try i?v-3— Okl-ry/u} ~t p p7 p -2- 

xy-l-7;yi80mg (0. 4 3 3mmol) Sr 
THFlOmlllSftU MJxf/U7?y8 8mg 

(0. 8 6 7mmo 1 ) % 4£zkW&6 6m g (0. 6 5 
Ommo 1) SrJqx., fi»l£Tll*ro»#Lfc. 

B*3i^u=i : l) -eMILMft^M:^ 

iRft 13 0mg (0. 2 8 4mmol) IR* 66 

% 

MS (ESI, m/z) 458 (MH+) 

1H-NMR(CDC13): 1.91 (3H, s), 2.44 (3H, s) , 3.80 (2 
H, t), 3.86 (3H, s),5. 31 (1H, br), 5.42 (1H, br), 
6.01 (2H, s), 6.16 (1H, d), 6.63-6.82 (3H, m), 6.9 
9 (2H, d), 7.23 (2H, d) 

[0 3 4 4] 2) { 3 -[4 - (4-^ F^y7x^ 
/U) -2-^^-6- (3, 4-^ 
7x/^ry) -5- ( 1 H-y h y 5 ->f /U) 

-t°y v^-3— fyu]-ry/u} -T-t? hr^ 

{3-[5-y77-4- (4-^^v'7xx/u) - 
2-^^-6- (3, 4-^ f i/yv?t*y-7x; 
-try ^y-3-f;H-7y;W -TirhTS 

Kl3 0mg (0. 2 8 4mmol) £hA-^>lOm 
lK»*L7^ftth y ^1 1 Omg (1. 70mm 
ol), mtbV-n-y^/U^X3 7 Omg (1. 1 
4mmol) ^hi^f&LtcT^ithV-n-^^/Uy.^ 
&tiU7L 2 0 RUhnfRSR% Lfc 0 SJS^T^ 1 &£i£gt, ft 

f-^mm (i : i) -eft#Lfco »6>tLfcis*<:*>y* 

— 1 00: 1H50: 1) T»«L««frfr*«: 
ftfc. 

JRfi 6 Omg (0. 12 0mmol) IR* 4 2% 
MS (ESI, m/z) 501 (MH+) 

1H-NMR(CD30D) : 1.85 (3H, s), 2.48 (3H, s), 3.73 (2 
H, d), 3.75 (3H, s),5. 51 (1H, dt), 5. 96 (2H, s) 6.2 
2 (1H, d), 6.50 (1H, dd), 6.62 (1H, d) , 6.75-6.83 
(3H, m), 6.94 (2H, d) 

[0345] mmm9 3 3 -[4- u-y h* : >y 

^=l)V) -2-/^^-6- (3, 4 -^fl/y^* 
y-7x/^ry) -5- (lH-rh7^-5-^ 
/!✓) -t°y i?y-3-' <M -7 P D7 P -2-xy-l- 
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7 5 WfrfSL 

3-[5-y77-4- (4-^ h*v'7x^) -2 
-p* 77^-6- (3, 4-^^U^^^-^ri/-^^y ^ 

xy-l-7;yi. 44g (3. 47mmol) & b 

Oml KSflfLT^ffc h V -n-^fvl^X 
4. 6 0 g (13. 9mmo 1 ) ^^Px. 1 3 0°C(CT 2 

p raiqj»«SE-ra 0 i o %jftH-3:^ y 3 m 1 

^Kx^ (ODS) »b*e^ffl'>y*^«r**ffl 
^*D»HSrO. (v/v) Tk-7-th^ 

iRfi 1. 04 g (2. 2 7mmol) JR^ 65% 
MS (ESI, m/z) 459 (MH+) 

1H-NMR(CD30D): 2.53 (3H, s), 3.50 (2H, d), 3.76 (3 
H, s), 5.60 (1H, dt), 5.97 (2H, s), 6.50-6.64 (3H, 
ra), 6.77-6.86 (3H, ra), 6.97 (2H, d) 20 
[0 3 4 6] HJ£#J9 4 l-{3-[4-(4-^h 
^y7x^yl/) -2-^f;l/-6- (3, 4-^^U^ 
v^*^-^/ -5- (lH-rh7^- 

5--YA') -t°y^>-3 — f/u]-7!i;u) - ^ U7 

1) 1- { 3 -[5 -v-TV-4- (4 h^rv/^m 
—A') - 2 — > ^VW— 6 - (3, 4 -^l^v^^v-- 

-7xy^rv/) -try ^y-a-^^-TU/M 

3-[5-^7y-4- (4-^ h^y7x^) -2 30 

-^fvu-6- (3, 4-> f i/y^t*^-?^; 3f 
v-) -try — r^]-ry a*-} 2 - 

xy-l-7572 0 0mg (3. 4 7 mmo 1 ) 
mm-fc (1 : 2) SlOmlKMU i/TlsM+b 
!)^63mg (0. 963mmol) Sriflx^fifclT 
H»IB«»Lfco LTI»§\ mmZMfc 

©4 130mg (O. 284mmol) Jfc*£ 5 9 40 
% 

MS (ESI, m/z) 458 (MH+) 

1H-NMR(CDC13) : 2.43 (3H, s), 3.78 (2H, t), 3.85 (3 
H, s), 5.41 (1H, dt), 5.51 (1H, br), 6.00 (2H, s), 
6.15 (1H, d), 6.63-6.81 (3H, m), 6.97 (2H, d), 7. 
22 (2H, d) 

[0 3 4 7] 2) 1- {3-[4- Y*i/y*. 
- 6 - (3, 4-^fUy^'> 

-7x;^» -5- (lH-f by*/— 5 — ( 
;v) - t °y^v-3 — {M-TVM -tnsT<D&f& so 
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1- (3-[5-y77-4- (4-^ F^rv7x^ 
/U) -2-^^-6- (3, l/yyt^v/- 

^^y^rv/) -tfy^y-3 — (M-TVM 

7130mg (0. 2 8 4mmoi) 5:F^xyi0m 
H:SifL7yfcth^Alllmg (1. 7 0mm 
ol),fflkHJ-n-7'f;MX3 6 9mg (1. 1 
3 mmo I) frbftf&LtcTi/it b V 
*toz-2Bmim^Ltc 0 E*S»7« 1 JS3©!£ik ft 

iRft 130mg (O. 2 5 9mmol) IR* 91 

% 

MS (ESI, m/z) 501 (MH+) 

lH-NMR(DMS0-d6) : 2.44 (3H, s), 3.60 (2H, t), 3.72 
(3H, s), 5.48 (1H, dt), 6.05 (2H, s), 6.11 (1H, d) 
6.53 (1H, dd), 6.75-6.93 (6H, m), 7.85 (1H, br t) 
[0 3 4 8] HSS#J9 5 2-75/-N- {3-[4 

- (4-^ V**/7x-~M -2-^^-6- (3, 

4-y ^u>i^^i^-y^y -5- (lH-r 
by/—j\'-5-<<M -try 
/W} -7th7$K BUttO^A 
1) 2-[N- ( t ]-75/- 
N- {3-[5-y7/-4- (4-^ F*y7x- 
/U) -2-^^-6- (3, 4-^ fl/y^V- 
7x/^ry) -t o yv?y-3-^yl^]-7y;W -71? 

3-[5-y7/-4- (4 -y h^y7x^) -2 
(3, 4-y^U^v ? ^f-^rv'-7^/^ 

-try ^v-3 — r/u]-ry^} -7 5 d7 p -2- 

xy-l-7;y2 2 0 g (O. 5 3 0mmol) , N 

- (t-7>^y*;u#^) -^yyyi86mg 
(1. O6mmol) Z&it* Uy 1 0 m 1 

U WSC186mg (1. 06mmol) £JP;t^& 

^^vh^mkl*, iasi*!fi*-cas*i-5 D 

ibtbfc0ia$riyy 1*^9:7^ — 

1 0 0%) ■C»«L*Hfl2^*t»fc 0 
JR* 2 2 Omg (0. 384mmol) 7 2 

% 

MS (ESI, m/z) 573 (MH+) 

1H-NMR(CDC13) : 1.45 (9H, s), 2.43 (3H, s), 3.20 (2 
H, d), 3.82 (2H, t),3.88 (3H, s), 5.40 (1H, dt) 6. 
01 (2H, s), 6.17 (1H, d), 6.64-6.82 (3H,m), 6.99 
(2H, d), 7.23 (2H, d) 

[0 3 4 9] 2) 2-7i/-N- { 3 -[4 - (4- 
^ b*\s7 = ~M - 6 - (3, 4-t=3- 

i/y^>-7x/^-y) -5- (ih-t by/— 
/U-S-^/U) -h e yv?>-3 — f/i/]-7U;u) -7 
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2-[N- (t-yhJri/*;^;V) ]-75/-N- 
{3-[5—>7/-4- (4-^ h^r^x^) - 

2- ^^-6- (3, uy^v'-7x; 

-try v?v-3— T/W-ryyu} -7i?h75 

K2 2 0mg (0. 3 8 4mmol) ^h^xyiOm 
ltS»L7^bth!)^15 0mg (2. 3 0mm 
o 1 ) , ^{t h U-n-^xX5 0 Omg (1. 5 
4mmol) a^fefffifcLfcT^fthy-n-^^X 
£JPx. 1 BfflAnSaSKLfco R(fote7& h;^VJl£® 10 
■JUfcS* 4 S^fii- v^t^t y ^ 5 m 1 Jflxt 1 B?P H 1 

#Lfc Q tt&fuMSAfrTHMI (IfttAJfflK: 

i&* 95mg (0. 184mmol) 4 8% 

MS (ESI, m/z) 516 (MH+) 

1H-NMR(CD30D) : 2.48 (3H, s), 3.61 (2H, s), 3.76 (3 
H, s), 3.80 (2H, d),5.52 (1H, dt), 5.96 (2H, s), 
6.29 (1H, d), 6.49-6.85 (5H, m), 6.95 (2H, d) 
[0 3 5 0] HJ60i| 96 D L - t°D 5 20 

{ 3 -[4 - (4-^ F^y7x^) - 2 -^^/U- 
6- (3, A-^^UlyV'ir^r^-y = -5- 

(lH-r YaO -ey^v-3 — f 

^]-7!i^} -7 5 K <E>3l£ 

1) DL-fc°P^;y| (3-[5->7;-4 

- (4-^ h*$/7:n=/V0 -2-^^/1—6- (3, 

-7 5 Kfl)£jsjS 

3- [5-VTy-4- (4-* h^v^zn^U) -2 

(3, 4-^f i/yyt^-y-7xy^r 30 
-t°y — r m-tvm -yD7 p -2- 

xy-l-7;y3 0 0 g (0. 7 2 2mmol) , D 
L-t°D^;y|l40mg (1. 0 8mmol) 

0ml K8#U WSC 2 7 7mg 
(1. 4 4mmol) SrHOtaaCT 1 l$IMft# 

R»LWET*KSr«*Lfc. »6ixfcaitts/y *y 

/l/*7iN^-7^^77^ (^pp^;1/A10 0%) 
■eflWLaft^Srftfc. 40 
l|Rit 2 6 0mg (0. 4 9 4mmol) 68 

% 

MS (ESI, m/z) 527 (MH+) 

1H-NMR(CDC13) : 2.00-2.10 (1H, m), 2.30 (1H, t), 2. 
44 (3H, s), 3.75-4.10 (7H, m), 5.38 (1H, dt), 6.02 

(2H, s), 6.05-6.22 (2H, m), 6.64-6.82 (3H, m), 6. 
99 (2H, d), 7.23 (2H, d) 

[0 3 5 1 ] 2) DL-eu^A-^ 5 >g£ {3-[4 

- (4-7* h*^7x^) -2-^^;U-6~ (3, 

4- t^U^i/Jr*i/-7*/*is) -5- (lH-f 50 
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yyV— yu-s — r^) -t°y fyu]-r y 

A-} -7S K 

DL-t a P 5 >m { 3 - [ 5 - i/T / ~ 4 - 

(4-^ h^ix^x^yU) -2-y^A—6- (3, 4 

-^fi/>^>-7x^^) -trys^-3— < 

/H-7U/W -7S K2 6 Omg (0. 4 9 4mmo 
1) £ h/uoi^l Om McmfR L>Ti?{k1- hV £A 1 9 
3m g (2. 9 6mmo 1 ) , h ] J -vl-^^)V7, 

X6 4 3mg (1. 9 8ramo 1) ^feML/:7vft 

hy-n-^/^xsrjp^3 nmmmmi>tc 0 sis 

120mg (0. 211mmol) Jfc^ 43 

% 

MS (ESI, m/z) 570 (MH+) 

lH-NMR(DMS0-d6) : 2.04-2.15 (2H, m), 2.44 (3H, s), 
3.61-3.93 (7H, m), 5.54 (1H, dt), 6.05-6.14 (3H, 
m), 6.51 (1H, d), 6.75-6.90 (5H, m), 7.72 (1H, s), 
8.03 (1H, br s) 

[0 3 5 2] HJS#ij9 7 h 0 7v > V-2-*/U7K^K 
{ 3 -[4- (4-^ h + y7x^U) -2-^^/U 
-6- (3, A-^^-Vly"yisr^i/-y ^.J -5 
- -b°y^>-3- 
^yu]-ry/u} -7 5 K <Dft$L 
1) t°7v ? V-2-*/U^>^ (3»[5-y77- 
4- (4-n* 4 >7x^) -2-^^-6- 

(3, 4-^f l/y^v/-7x/drv') -fcTyv*> 
-3-^/1^-7 y/U} -7 5 

*M^J^DL-t°P^Vu^ { 3-[5-v7V 

-4- (4-^ h^y7x^/P) -2-y*^A—6- 

(3, 4-^fUyy ; ^y'-7x7^y) -h^y^y 
-3-^;u]-7U;W -7 5 K^df CtMl 
fc. 

MS (ESI, m/z) 522 (MH+) 

1H-NMR(CDC13) : 2.46 (3H, s), 3.75 (3H, s), 4.03-4. 
08 (2H, br), 5.54 (1H, dt), 6.00 (2H, s), 6.27 (1 
H, d), 6.62-6.81 (3H, m), 6.91 (2H, d), 7.23 (2H, 
d), 7.71 (1H, br), 8.52 (1H, s), 8.75 (1H, s), 9.3 
6 (1H, s) 

[0 3 5 3] 2) tf7> ? V-2-*yUs]?VH {3- 
[4- (4-^ y3ci/7x.~jV) - 2-7*^- 6 - 
(3, 4-^I/y^i/-7i; -5- (1 

— ou) -trys/>-3 — <M 

-7y;W -7 5 K0>frfi!E 

^S6^JcODL-fc 0 n^/U^5>^ {3-[4- (4- 
y< h^r^^mn/U) -2-^^vP-6- (3, 4-y*^ 

i/yy«^-7x;^-» -5- (lH-rhr/- 
A--5 — f;U) -b°y v ? V-3--fyu]-7y/U} -7 
5 K<D^j&J^i:T^j£L*: 0 
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MS (ESI, m/z) 565 (MH+) 

1H-NMR(CDC13): 2.49 (3H, s), 3.58 (3H, s), 4.00 (2 
H, br), 5.62 (1H, dt), 5.96 (2H, s), 6.31 (1H, d), 

6.48-6.90 (7H, m), 8.65 (1H, t) , 8.77 (1H, d), 8. 
80 (1H, br), 9.17 (1H, s) 

[0 3 5 4] m&W9 8 N-{3-[4-(4-^h 
*'yy^=-jV) - 2 - ^ 5vW- 6 - (3, 4-^^U>- 
*Jit*\/-y*S**/) -5- ( 1 H— r YyV—)V- 
5 — <)V) -t^v?y-3-^;H-7!i^| -2-fc 
Kp^>-7*H7 5 KO^fig 10 
1) o-ntW^-x^Dal'-F^ 

V =rU— h 3. 0 g (2 8. 8mmo 1 ) , i/ 
— r y^n tVl-~^^T$ >-7. 44 g (5 7. 6 m 

mol) *ffift^^u^«»$*sjatrii§w«» 

Lfc 0 *ifrT\ ^ h * i/t P7>f K3. 4 8 g 

(4 3. 2mmol) SrJPx., SiBtT2Bf|f#L 

!i*W7^^-7^^77^- (Jon*;l/^10 20 
0%) fffSLSSft^^llfco 

ItX* 3. 3 5g (2 2. 6 mm o 1 ) Ifc^ 7 9% 
MS (ESI, m/z) 171 (MH+) 

1H-NMR(CDC13): 1.29 (3H, t), 3.41 (3H, s), 4.16 (2 
H, s), 4.23 (2H, q),4. 71 (2H, s) 
[0 3 5 5] 2) o-y fvu-^y ^-yi^co 

o h^^f;U-xf;l,^!j r3 h 3. 3 5 g 
(2 2. 6 mm o 1 ) £^ J — )V 5 0 m WzJfcfR U 
3fi^*»{t^ h y ^A^K^l Om 1 (3 0. 0mm 30 
o 1) £JPx.T, 4BmmWLtc 0 «ffiT»jKSrS* 

fekJStg^ > 9 A "Cftfll L«JBETiS«Sre± ITS 

1R* 8 5 0mg (7. 08mmol) IR^ 31% 
1H-NMR(CDC13): 3.42 (3H, s), 4.24 (2H, s) , 4.73 (2 
H, s) 

[0 3 5 6] 3) N- {3-[5-v'7V-4- (4- 
* Y*i/y z^~M -2-^^-6- (3, A-ff- 

u>i/jr*is-y=L;*i/) -try >>v- 3 -^yi"]- 40 

7U yu} -2-^ h=^>y^yu-71? h7 5 K 
3-[5-->T/-4- (4-y h^v^^yv) -2 

-y fvu- 6 ~ (3, 4-^fky^->-7xy* 
v-) -try i/>-3 — <)v\-r^)M 

l-7;V5 6 5 g (1. 36 mmo 1 ) , o - 
^ K^^-^^-;*2 4 5mg (2. 0 4m 
mol) fcigfl^^U-^l Om 1 KSMfU WSC 5 2 
lmg (2. 72mmol) £APx.^fite:T 3 B$WJ*# 
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0%) "C»«L*llffc«**#fc. 

IRS 5 4 0mg (1. 04mmol) 76% 
MS (ESI, m/z) 518 (MH+) 

1H-NMR(CDC13) : 2.45 (3H, s), 3.35 (3H, s), 3.86-3. 
88 (5H, m), 3.98 (2H, s), 4.62 (2H, s) , 5.48 (1H, 
dt), 6.00 (2H, s), 6.18 (1H, d), 6.50 (1H, br), 6.6 

3- 6.81 (3H, m), 6.98 (2H, d), 7.24 (2H, d) 

[0 3 5 7] 4) N- {3-[4- (4 - t Y^r^y a. 

~yu) -2-y^vu-6- (3, 4 - ^f-i/y-^'> 

-7x/^ry) -5- ( 1 H—r h 7 yW- 5 

yu) -try^-3 — (M-TV/^) - 2-tKo* 
v'-T-ir K7 5 K<7>g^jc 

N- {3-[5— >T/-4- (4-y Y^i/y^^ 
)V) - 2-*^jV- 6 - (3, l/y^t^rv'- 

^/^vO -t°y i/^-3-^yH-r yyW -2- 

^h*Wf;U-7th75 K5 4 0mg (1. 04m 
mol) ^ h;uxy l Om 1 I^LT^bt h y 
406mg (6. 24 mm o 1 ) N h!J-n 
yU^Xl. 3 6mg (4. 1 7mmo 1) i^MLfc 
T h y - n - y^vU* X^JtJDx. 2 0 RMnftAtfc L 

Jxfc»aE<r->y #$Vi/#5A*n-e YtTyy^i- o 
P^yUA-^ — yU=5 0 : l^t>9 : 1) T^Sl 

iRm 8 0mg (0. 15 5mmol) K$ 15% 
MS (ESI, m/z) 570 (MH+) 

1H-NMR (CD30D) : 2. 48 (3H, 
s) , 3.7 6 (3H, s) , 3.8 0 (2 
H, t) , 3.8 9 (2H, s) , 5. 5 3 

(1 H, d t) , 5.9 6 (2H, s) , 
6.2 5 (1H, d) , 6.4 8-6.9 6 

(7H, m) 

[0 3 5 8] HJ£#J9 9 t 0 y^>-3-*yl-*> 
m {3-[4- (4-^ Y^r'yy ^=^/V) -2-ff)V 
-6- (3, 4-^f l/Vv/^'>-7x/*y) -5 
- (1 H—r h7^-5->f/U) -t°y^V-3- 
-fA^-ry/u} -75 K <7>^J& 
1) try S?>-3-*yWal?^|fc (3-[5-i/7/- 

4- (4-^ V*i/y - 2 ^yU- 6 - 

(3, 4-y fuy^>-7x/ ^v) -trys^ 

-3-^yu]-zy yu} -75 K<7)^ 

^ffi^J^D L - t° o i/yu^ 5 ^ { 3 - [ 5 - 5/7 y 

-4- (4-^ h^rv'^ai^yu) - 2 6 - 

(3, 4-y fl/y^'>«7iy -t°!Jyy 
-3-^yi^]-7yyw} -75 KcO^^ipCT^L 
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tc Q 

MS (ESI, m/z) 521 (MH+) 

1H-NMR(CDC13): 2.44 (3H, s), 3.74 (3H, s), 4.01 (2 
H, t), 5.51 (1H, dt), 6.00 (2H, s) , 6.27 (1H, br) 

, 6.62-6.93 (5H, m), 7.22 (2H, d), 7.36 (1H, q), 
7.99 (1H, dt), 8.71 (1H, d), 8.86 (1H, d) 

[0 3 5 9] 2) tfy *Jl/-3-f3A'tfl'fk {3- 
[4- (4-^ y*i/7=c~M -2-^^-6- 

(3, 4-^=^u>i/yi~^-y-y^y^^) -5- (1 
H— r YyV—jv- 5 — i )V) -t°y i/l/-3-4 )V\ 10 
-TDM -7 5 K©£l* 

HM^DL-t'p^^yi {3 -[4- (4- 
7< F^>7i^) -2->?VU-6- (3, 4-^^- 
l/y^v/-7x/^'» -5- (1H-Thr/- 
yW-5->f^) -tryi?^-3 — f;u]-7!J/W — T 

MS (ESI, m/z) 564 (MH+) 

1H-NMR(CD30D) : 2.55 (3H, s), 3.60 (3H, s), 4.02 (2 
H, br), 5.69 (1H, brd), 5.95 (2H, s), 6.34 (1H, 
d), 6.49-6.95 (7H, m), 8.25 (1H, br), 8.95(1H, br 20 
d), 9.06 (1H, br), 9.23 (1H, s) 

[0 3 6 0] warn i oo 6-t Ko*$/-hry i? 

3 -tf/W^®? {3-[4- (4-^ h*zsy*~ 
M -2-/^^-6- (3, l^y^v'- 
7x7^r^) -5- (1 H-X Yy^—)V~ 
-\+V Z^-3 — f^]-7y;M -7 5 K 0><£fifc 
l) 6-tKo*'>-t G !)^y-3-*/i/#y| {3 

- [ 5 - v-T / - 4 - (4-^ h^v-^oi^^) -2- 
^^-6- (3, 4-^^U>i/^-^ri/--7^y 

-try iP>-3-^/U]-T])M -T^Y(0£j$ 30 
HJ£#|<7)D L - b°n $ { 3 - [ 5 -isT / 

-4- (4-/ h^ci/y^—fr) -2-^^-6- 

(3, 4-^ fl/y^:/-7x; -tfUv^ 
-3-^;H-7!i;M -7 5 K^WttML 

MS (ESI, m/z) 537 (MH+) 

1H-NMR(CD30D) : 2.44 (3H, s), 3.75 (3H, s), 3.88 (2 
H, br), 5.58 (1H, dt), 6.00 (2H, s), 6.24 (1H, d), 

6.50-6.95 (6H, m), 7.23 (2H, d), 7.83-7.94 (2H, 
m), 8.35 (1H, br) 40 

[0 3 6 1] 2) 6-t Kn*v'-try v*^- 3 

{3-[4- (4-^ h*i/7=^^/l<>) -2- 
(3, 4-^ f l/y^v'-7x/ 3f 
vO -5- (lH-rh7^-5^;v) -t°y^ 
y-3-^^]-7y/W -7 5K©^* 
IS»DL-t°P^^i {3-[4- (4- 
^ h*->7x=M -2-^^-6- (3, 4-/^ 

i/yv J t^r^7 i ;^v') -5- (lH-rhr/- 
5 K O^fiJttfllDr^ricLfco 50 
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MS (ESI, m/z) 580 (MH+) 

lH-NMR(DMS0-d6) : 2.45 (3H, s), 3.63 (3H, s), 3.77 
(2H, br), 5.57 (lH,dt), 6.05 (2H, s), 6.15 (1H, 
d), 6.32 (1H, d), 6.52 (1H, dd), 6. 70-6. 90 (6H, m), 
7.74-7.89 (2H, m), 8.27 (1H, br t) 
[0 3 6 2] HJ60B1 01 l-{3-[4-(4-^ 
h*i/7*~/\') -2-^^-6- (3, 4-^^U 

y^'>-7i;^'» -5- (lH-rfr/^ 
-5— <ao -t°y^y-3 — fAO-ry/W -3- 

t? y i/ls- 3 £ 1/7 (D&$L 

1) 1- {3-[5-i/7/-4- (4-p< h*i/7=- 
~M -2-/^^-6- (3, 4-^^l/^^^-^r^ 
-7^J*"y) -K C V ¥>-3-><M-T}) M -3 

-try v^-3 — <^-!>u7©^iS 

^nfy|3 5 6mg (2. 8 9 mm o 1 ) £ 
5mlCgR, 7v J ftv ; 7x^*7^!j;l/9 2 7m 
g (3. 37mmol), h V 3L^/UT S > 3 4 1 m g 
(3. 3 7mmol) SrJPx., 8 Ot^T 2 ftlRMtt L 
fco j e^0^3-[5-v'Ty-4- (4-^ h^-v-^^ 
~/u) - 2 ^yu- 6 - (3, A—t'f-i'lsi/ilr**/ 
-7=.y*i/) -t°y^y-3-^^]-7!J/M 

P7 s -2-xy-l-7^400 g (0. 9 6 3mm 
ol) &8 0°C\CXm?L, Sfcfcl 2l$ra»#Lfc 0 R 
*£»TfK EJiSiS*lJ:3S3ei[|fc*:2m Unit, 305) 

^7-/^20 :1H10:1) £Tfif»U 

1&& 3 9 0mg (0. 7 2 8mmol) 76 

% 

MS (ESI, m/z) 536 (MH+) 

lH-NMR(DMS0-d6): 2.41 (3H, s), 3.68 (2H, t), 3.73 
(3H, s), 5.58 (1H, dt), 6.09 (2H, s), 6.17 (1H, 
d), 6.34 (1H, br), 6.69 (1H, q), 6.93-7.33 (6H, 
m), 7.86 (1H, br d), 8.11 (1H, br d), 8.51 (1H, br 
d), 8.64 (1H, s) 

[0 3 6 3] 2) 1- {3-[4- (4-^^/7x 
~/U) -2-/f/l^-6- (3, 4-^f l/y^y 
-7x7^-y) -5- 

-try v?y-3->f;u]-7y^) ~3-t°y^> 

1- {3-[5->77-4- (4-> F^y7x^ 
/W) -2-^fvl/-6- (3, 

7aLj*i,) -try v?y-3-^;u]-7!J;W - 3- 

t°y^y-3 — f/l/-^7200mg (0. 3 7 3m 
mol) Sr h^xy 1 Om 1. tSOf L7^tt F y A 
145mg (2. 24 mm ol) , &it h V - n 
WX4 8 6mg (1. 4 9mmol) i^MU:7 
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(ods) i^*»^ffl5/y*^**j|ifflfc-r«iS!ffi 

SrO. (v/v) 7K-Tir h D /U<Dlt 

1. 04g (2. 27mmol) 19. 

4% 

MS (ESI, m/z) 579 (MH+) 

1H-NMR(CD30D) : 2.50 (3H, s), 3.60 (3H, s), 3.80 (2 
H, d), 5.63 (1H, dt), 5.96 (2H, s), 6.27 (1H, d), 
6.48-6.95 (7H, m), 7.87 (1H, q), 8.20 (lH,d), 8.37 
(1H, d), 9. 13 (1H, s) 

[0 3 6 4] Hlfeffl 102 try 4 : Vgf 

{ 3 -[4 - b^-iyy^^M -2-^^-yv- 

6- (3, 4~^f l/yv ? ^'>-7x7^rv/) - 5 - 

(lH-r h7/-^-5-^;i/) -t°y ^y-3 — r 
i) try ^^-4-*/u#^Bf {3-[5-v/r/- 

4- (4-^ h^^7x^;l/) -2-^^-6- 

(3, 4-*3-u>i?**i/- y^y 

HJ£#](7) D L-t°p ^yu* 5 { 3 - [ 5 - i/T y 

-4- (4 - ^ h^rv/y ^r^;l/) _ 2 -^?vU-6- 

(3, 4-*J L uy*J**ci/--y=c.; -t°y^y 
-3-^/W-7y;W -75 KOdriEfcJptT^lSL 

MS (ESI, m/z) 521 (MH+) 

1H-NMR (CDC13) : 2. 44 (3H, 
s) , 3.7 3 (3H, s) , 4.0 0 (2 
H, t) , 5.4 9 (1 H, d t) , 6.0 
(2H, s) , 6.2 7 (1H, b r 

8 1 (3H, m) , 6. 
7,2 2 (2H, d) , 



s) , 
6. 6 2-6. 
(2H, d) , 
48 (2H, 



8.7 1 (2H, 



1 

d) , 
9 1 

7. 48 (2H, d) 
d) 

[0 3 6 5] 2) try {3- 
[4 - (4 h*^7x^) -2-^^-6- 
(3, 4- -5- (1 

H— t YyV— fr- - t°y *si/- 3 

-7!J/u) -7 5 K^fiSc 

HJ£0iJ(7)DL-t: o n^^5>'^ {3-[4- (4- 
^ ^v/7i^) -2-^^-6- (3, 4-^ 
I/Vv^^-^aiy *>0 -5- (lH-rhr/- 
yu-S-^yu) -t°y v ; ^-3--r^]-7yy^} -7 
5 Ko££fc*i:T<&ricLfc. 



10 



20 



30 



40 
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MS (ESI, m/z) 564 (MH+) 

1H-NMR(CD30D): 2.50 (3H, s), 3.61 (3H r s), 4.00 (2 
H, br), 5.65 (1H, br), 5.96 (2H, s), 6.30-6.95 (8 
H, m), 8.12 (2H, br), 8.92 (2H, br) 
[0 3 6 6] Wtmi 0 3 2, 6-i>* b*i/-t° 
y iy^-3-iJ;V^m {3-[4- (4-y b*i/y 

- 2-^^-6 - (3, 4 
->-7x/^rv') -5- 

yu) -try s?v-3— <^]-ryyW -7 5 K 

1) 2, 6-y^f^ry-t°!i^-3-*M>i 
[3-[5-5/7;-4- (4-^ h^v^^yU) - 
2-7*fvU-6- (3, 4-^f Uy^^-7x/ 
-h°y^y-3-^^]-7y/u} -7 5K©^ 

mMffl<DDL-K°t2tfj\s? {3-[5->7/ 
-4- (4-^ h^i/7^^yb) -2-^^-6- 

(3, 4-^uyy^y-7x;^» -fy^ 
-3-^;H-7y;W -7 5 K^I^CT^L 

MS (ESI, m/z) 581 (MH+) 

1H-NMR(CDC13): 2.47 (3H, s), 3.74 (3H, s), 3.97 (3 
H, s), 4.03 (5H, br), 5.61 (1H, dt), 6.00 (2H, s), 
6.22 (1H, d), 6.44 (1H, d), 6.64-6.82 (3H, m), 6. 
90 (2H, d), 7.24 (2H, d), 7.64 (1H, br t), 8.37 (1 
H, d) 

[0 3 6 7] 2) 2, 6-y^ h^y-t°|j yy-3- 

#/M?>-^ { 3 -[4- y*i/y=.=Ljv) - 

2-^^-6- (3, 4- *3-v>Vtti/-y X. ; 
^rvO -5- (lH-7h7^-5-^;U) - 1° y 
i?>-3 — r/k|-7y/W -7 5K^J* 
MMM DL-t'D^ 5 ^Bfc { 3 -[4 - (4 - 
^ b^v/7x^l/) -2-^^-6- (3, 4-^^ 
i/yyt^ry-7x/^fv') -5- (lH-f Fr/- 

fyvo -try v ? y-3-^;H-7y;W -7 

5 K ^t¥CTMLt 0 
MS (ESI, m/z) 624 (MH+) 

1H-NMR(CD30D) : 2.50 (3H, s), 3.56 (3H, s), 3.98 (5 
H, br s), 4.03 (3H,s), 5.66 (1H, dt), 5.96 (2H, 
s), 6.29 (1H, d), 6.43-6.52 (2H, m), 6.62-6.78 (4 
H, m), 6.90 (2H, d), 8. 17 (1H, d) 
[0 3 6 8] mmmi 0 4 2-^yU£S#^ (3- 

[4- u-y Y*isy^~;v) - 2 - y fvU- 6 - 

(3, A-**f-\sW1r**s-'7x.J -5- (1 
H-7h7^-5-^;U) -try i/>-3 — f/u] 
-TVM -7 5 K (D^fj% 

1) 2-^yI^SSB? {3-[5-v-7/-4- 
(4-^^y7x^) -2-^^-6- (3, 4 

-^u^^^-y^y -trys»-3 — r 
/H-7y;W -7 5 Kfl^fifc 



50 
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-4- (4-y Ylci/y *-~J\s) ~ 6 - 

(3, 4-*i-\sl/i/**i/-7=.;*ci/) -\+})i?>> 

MS (ESI, m/z) 534 (MH+) 

1H-NMR(CDC13): 2.37 (3H, s), 2.46 (3H, s), 3.74 (3 
H, s), 4.00 (2H, t),5. 55 (1H, dt), 5.70 (1H, br) , 
6.00 (2H, s), 6.26 (1H, d), 6.64-6.81 (3H, m), 6.9 
4 (2H, d), 7.16-7.35 (6H, m) 
[0 3 6 9] 2) {3-[4- 
(4-^h*i/7x^) - 6- (3, 4 

-^^i/V^^-^r^-y^y ^rv/) -5- (lH-rh 

7/^-5 — f/u) -try>?>-3 — f/^-ry 

/W -7 5 K<7><£$ 

|gffi0iJ<7>DL-ep^>^ 5 ^ {3 ~[4~ (4- 
^ K->7x^) -2-^^-6- (3, A-^=f- 

i/y^v'-7xy+>/) - 5 ~ (iH-f hyV — 
-t°y ^>-3-^/V]-Ty;U} -7 

MS (ESI, m/z) 577 (MH+) 

1H-NMR(CD30D): 2.31 (3H, s), 2.52 (3H, s), 3.67 (3 
H, s), 3.93 (2H, brd), 5.68 (1H, dt), 5.96 (2H, 
s), 6.32 (1H, d), 6.48-6.63 (2H, ra), 6.75-6.79 (3 
H, m), 6.96 (2H, d), 7.10-7.31 (4H, m) 

[0 3 7 0] HJfe0!l 1 0 5 2 -7^*P3cSSIft { 3 
-[4- (4-^ h=3r->7x^) -2-^^-6- 

(3, A-t^is^'J^i/-?^/ -5- (1 
H-fh7^-5-^f;v) -t°y v^V- 3 — f A-] 
-7y;uj -7 5 K <7>£i£ 

1) 2-7^tD*ftfi {3-[5-W/-4- 
(4-^ h^S/^ai^yW) -2-^^-6- (3, 4 

-^i/ym->-7x;arv/) -t°y^v-3 — r 

M-TVM -75 K©^JS 

Hffi#iJO DL-t°n^5yi { 3 - [ 5 - >7 / 
-4- (4-^ h^fi/7x^) -2-^^/1^-6- 

(3, A-t^-u^^jr^^y-y zl; 
-3->f^]-7!l;W -7 5^jS(:fi:T^L 

MS (ESI, m/z) 538 (MH+) 

1H-NMR(CDC13): 2.46 (3H, s), 3.74 (3H, s), 4.05 (2 
H, t), 5.56 (1H, dt), 6.00 (2H, s), 6.27 (1H, d), 
6.58-6.81 (4H, m), 6.92 (2H, d), 7.11 (lH,dd), 7.2 
2-7.29 (3H, m), 7.42-7.52 (1H, m) , 8.04 (1H, td) 
[0 3 7 1] 2) 2-y;V-*u<£k^fk {3-[4- 
(4-^ h^rWx^/U) -2-^A~ 6- (3, 4 
-*^isi/i/**i/-yzi/ -5- (lH-rF 
y^J—jv-s-JM »h 4 y^-3-^f;u]-7y 

HJ£0iJCODL-t°n^/U^ 5 ^ {3~[4- (4- 
^ h^^7x^) -2-^^-6- (3, 4-^ 
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\s>*silr**/-7=.J**s) -5- (lH-rfr/- 
/U-5 — f/U) — f^]-TV^} -7 
5 K ©^CiCT^Lfc. 
MS (ESI, m/z) 581 (MH+) 

1H-NMR(CD30D) : 2.51 (3H, s), 3.62 (3H, s), 3.95 (2 
H, d), 5.65 (1H, dt), 5.96 (2H, s), 6.33 (1H, s), 
6.49-6.78 (5H, m), 6.93 (2H, d), 7. 14-7. 28 (2H, m), 
7.50-7.64 (2H, m) 

[0 3 7 2] HJfe^J 1 0 6 2 - h y y>V*u * =f-)V^ 
10 ES» {3 -[4- (4-> h*i/7x=^) -2-^ 
(3, A- t^WyJr**s-y J 
-5- ( 1 H-T- K 7 y — /U- 5 -^i )V) -t°y v^y- 
3— f;u]-7y/W -7 5 K 
1) 2-fy7;^p^f;ugftfi {3-[5-is 
77-4- (4»^F^7x^) -2-^/U-6 
- (3, 4-^fl/yy^'>-7x/^r>') -fc°y>> 
>-3-^/u]-7yyu} -7 5 Y<F>^$L 
HJ£^(7)DL-t 0 n^^5>^ (3-[5-^7/ 
-4- (4-^ F^r^x^/U) -2-/^-6- 
20 (3, 4 -^fl/yv ? t*'>-7x/ 3r'» - fc°y v/> 
-3-^u]-7y7U} -75K^Mi:t^L 

MS (ESI, m/z) 588 (MH+) 

1H-NMR(CDC13) : 2.47 (3H, s), 3.77 (3H, s), 4.01 (2 
H, t), 5.56 (1H, dt), 5.67 (1H, br), 6.01 (2H, s), 
6.26 (1H, d), 6.64-6.82 (3H, m), 6.94 (2H, d), 7. 
24 (2H, d), 7.36-7.71 (4H, ra) 
[0 3 7 3] 2) 2-hy7;^u^f;U$SSi 
{3-[4- (4-* h^rv^^^/U) -2-^/U- 
30 6 - (3, 4 -^fl/yy^y-7x; -5- 

(iH-rh7^-5-^/u) -t°y^>--3 — r 

/u]-7y/u} -7 5 K<0^J« 

^Jte^C0DL-fc°a^Vi-^ 5>K {3 -[4- (4- 
^ h^y7x^;U) - 2 6 - (3, 4-^^ 

Wy^^-7x/*v') -5- (lH-7h77- 
/W-5 — f/U) -fc°y v J >-3--f7l^]-7y7l^} -7 

5 k (D^m-mcx&&Ltc Q 

MS (ESI, m/z) 631 (MH+) 

1H-NMR(CD30D): 2.52 (3H, s), 3.69 (3H, s), 3.93 (2 
40 H, d), 5.68 (1H, dt), 5.96 (2H, s), 6.33 (1H, d), 
6.49-6.63 (2H, m), 6.75-6.81 (3H, m), 6. 98 (2H, d), 
7.24-7.27 (1H, m), 7.60-7.88 (3H, m) 

[0374] mmm 107 3 - h y y^jru * 

&&Wt {3-[4- (4-^ V^ri/y^^M -2-/ 
?~/u-6- (3, 4-^i/yy«y-7xy 
-5- (lH-r hyy—^~5-^M -t°y i»- 

3 — r/u]-7y7u} -75 k (D^t& 

1) 3~by7;^n^f;bgSfi {3 -[5-$/ 
7/-4- (4 h^r^7^^7W) -2-^^VW-6 
50 - (3, 4-^l/y^y-7xy^y) -t°yy 
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y-3->f;u]-7y;W -7 5 KtfV&fig 
mi&M(DB L-t°D 5 >®£ { 3 - [ 5 - 5/T 7 

-4- (4-7 h^-y7x^) - 2 -7^vl*— 6 ~ 
(3, 

fc. 

MS (ESI, m/z) 588 (MH+) 

1H-NMR(CDC13): 2.45 (3H, s), 3.71 (3H, s), 4.02 (2 
H, t), 5.51 (1H, dt), 6.01 (2H, s), 6.09 (1H, br), 

6.28 (1H, d), 6.63-6.81 (3H, m), 6.90 (2H, d), 7. 10 
22 (2H, d), 7.57 (1H, t), 7.78 (1H, q), 7.96 (1H, 

s) 

[0 3 7 5] 2) 3-HJ7;^D^f;^IfK 
{3-[4- (4~7 -2~7^A— 

6- (3, -5- 
(lH-r y=7^—;v-b-j/v) -t°y i»- 3 — f 

^]-7U/W -7 5 KO-frric 

^IJE0!l<DDL-trn^/^5>i6 {3-[4- (4- 
7 h*i/7i=;l/) -2-7^A—6- (3, 4-7^- 
Ui/^**i/-7 3iy 3fi/) -5- (lH-r hyVr- 20 

5 K O^ric^JpfC^ricLfco 
MS (ESI, m/z) 631 (MH+) 

1H-NMR (CD30D) : 2. 49 (3H, 
s) , 3.5 2 (3H, s) , 3.9 5 (2 
H, br), 5. 6 4 (1 H, dt) , 5. 
9 6 (2H, s) , 6.3 0 (1 H, d) , 

6.47-6.92 (7H, m), 7.6 2- 
8.0 4 (4H, m) , 8.7 0 ( 1 H, b 
r ) 30 
[0 3 7 6] lfi«1 0 8 2, 5-^to$iS 
M (3- [4- (4-7 Y**S7*~M 
-6- (3, 4-^fl/y^^-7x/ -5 
- (lH-fF7/^-5-^/V) _try^_ 3 _ 
^^]-7y;W -7 5 K O^j* 
1) 2, 5-v ? 7;Utn$Sfl (3-[5— >7/ 
-4- (4-7 ^y7x^;l/) -2-7^A—6- 

(3, 4-^^uyi/jr*i/-7 *"s) -t?yv>> 

-3-^^]-7y;W -7 5 K<£>1§^t 
HS60!|ODL-t°P^/U^ 5 {3 -[5 —i/TS 40 

-4- (4-^ h*->7x^;U) -2-7fvU-6- 

(3, 4-^I/^**'>-7x/*i/) -t°Vi/> 
-Z-JM-TVA') -7 5 K^MMIST^L 

MS (ESI, m/z) 556 (MH+) 

1H-NMR(CDC13): 2.46 (3H, s), 3.76 (3H, s), 4.04 (2 
H, br), 5.54 (1H, dt), 6.00 (2H, s), 6.25 (1H, d), 

6.64-6.81 (3H, m), 6.92 (2H, d), 7.10-7.26 (4H, 
m), 7.70-7.76 (1H, m) 

[0 3 7 7] 2) 2, 5-i^7^*DftA#H {3- 50 
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[4- (4-7 h^y7x^/U) _ 2 -7 i ^/U-6- 
(3, 4-^^UVv ? ^-^ri^-7^y -5- (1 

H-rhrZ-^s-^^) -try v>>--3 — r^] 
-7yyu} -7 5 

it^DL-t°D^5yi {3 -[4- (4- 
7 Y*ci/7^^;\s) -2~7^A—6- (3, 4-7^ 

i/y^^-7xy^r^) -5- (iH-rh7/- 
-try ^-3 — f;w]-7!J/W -7 
5 K ^fifefcHlfC^Lfco 
MS (ESI, m/z) 599 (MH+) 

1H-NMR(CDC13) : 2.50 (3H, s), 3.66 (3H, s), 4.02 (2 
H, br), 5.55 (1H, dt), 5.97 (2H, s), 6.27 (1H, d), 

6.51-6.78 (5H, m), 6.92 (2H, d), 6.95-7.19 (2H, 
m), 7.67 (1H, br) 

[0 3 7 8] MMmi 0 9 4- h V y/l-^v/ h*i/ 

{3 -[4- (4-7 Y*isy*=-M -2- 
^^VU— 6- (3, 4-^Uy^>-7i/* 
v") -5- (lH-f F7^-5-^f^) -fc°y^ 
>-3-^yU]-7y/U} -7 5 K <D^$L 
1) 4-hy7;Utn/f^S/gIfi {3-[5- 
v/77-4- (4-^ h^r^7x^U) -2-7^U~ 
6- (3, 4-/^\y^i^^^-y^y^iy) -h°V 
^y-3->f/>]-7y/W -7 5K©^]jc 
HJfc096DD L - t B nW 5 >m { 3 - [ 5 - i/T 7 
-4- {4- * y*i/7 -2-7^^-6- 

(3, 4-/f l/yy^y-7x/^f^/) -try^ 
-3->f^]-7yvW -7 5K^|:?Ct^L 

MS (ESI, m/z) 604 (MH+) 

1H-NMR(CDC13) : 2.46 (3H, s), 3.75 (3H, s) , 4.02 (2 
H, t), 5.49 (1H, dt), 5.80 (1H, br), 6.02 (1H, d), 

6.29 (1H, d), 6.64-6.82 (3H, m), 6.94 (2H, d), 7. 
23-7.29 (4H, m), 7.68 (2H, d) 

[0 3 7 9] 2) 4-H7^P/f^r^|fi 

{ 3 -[4 - (4-7 Y^iyy^^-M -2-7^vw- 

6- (3, 4-^f l/y^^-7x/ -5- 
(!H-7h7/^-5-^^) -try v^-3 — f 
M-TV/lo) -7 5 K<7)<&f£ 

UttMODL-tTP^Ou* 5 {3 -[4- (4- 

7 h^fv-^ai^/u) -2-7^-6- (3, 4-7^ 
1/^^*^-7x7^^) -5- (1H-TF7/- 

/u-5 — fyio -try > ? v-3-^yu]-7y/u} -7 

5 K ^ClpCT^Lfce 
MS (ESI, m/z) 647 (MH+) 

1H-NMR(CDC13) : 2.50 (3H, s), 3.62 (3H, s), 3.98 (2 
H, br d), 5.55 (lH,dt), 5.96 (2H, s), 6.28 (1H, 
d), 6.51-6.76 (5H, m), 6.92 (2H, d), 7.26 (2H, d), 
7.72 (2H, d) 

[0 3 8 0] iio 4 - h y yj\s*u 7 ^fvug 

{3-[4- (4-7 F^r^7x^) -2-7 
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(3, 4 -7 ^777:^*7— 7x7 *7) 

-5- (iH-fh7^-5-^^) -t°y77- 

3-^^-7!)^} -7 5 K <£>^ESc 

1) 4-h!J7;UtD^f;^Ifi {3 -[5 -7 

77-4- (4-7 h^y7x^;U) -2-^f;U-6 

- (3, 4-7^777^*7-7x7*7) -\?Vis 

7-3 — f^]-7U;W -7;K^ 

Hffi#ltf>D L - fcT p ^Ou* 5 7& { 3 - [ 5 - 77 7 

-4- (4-7 h* 77x^/1/) - 2 ~7 ^/7~ 6 - 

(3, 4-7^777^*7-7x7*7) -t°y^7 10 
-3-^;H-7y;W -7;K^«CT^L 
tc 0 

MS (ESI, ro/z) 588 (MH+) 

1H-NMR(CDC13): 2.45 (3H, s), 3.72 (3H, s), 4.03 (2 
H, t), 5.50 (1H, dt),5.90 (1H, br), 6.01 (2H, s) , 
6.29 (1H, d), 6.63-6.82 (3H, m), 6.92 (2H,d), 7.23 
(2H, d), 7.72 (4H, q) 

[0 3 8 1] 2) 4-hy7;^p^f;^lfi 
{ 3 -[4 - (4-n^r'>7x^) -2-7^- 
6- (3, 4 -^f 1/7^^-7x7 *7) -5- 20 
(lH-f -b°y77-3->f 

}v\-ry,v\ -75 y<d&$l 

||J^J<7)DL-t 0 P ^71^5 7®? {3-[4- (4- 
7 h*77x^/V) -2-7^-6- (3, 4-7^ 
1/7^^7-7x7^7) -5- (lH-fh?/- 

— <;V) -t°y77-3 — f^~T])^} -T 
5 K <D$mzmtX&f&Ltz 0 
MS (ESI, m/z) 631 (MH+) 

lH-NMR(DMS0-d6): 2.46 (3H, s), 3. 55 (3H, s), 3.85 

(2H, br), 5.64 (1H, dt), 6.05 (2H, s), 6.20 (1H, 30 

d), 6.51-6.90 (7H, m), 7.86 (4H, q), 8.74 (1H, br) 

[0 3 8 2] HM#Ji i i 3-yj^u$B^m {3 

-[4- (4-7^^77x^1/) -2-7^-6- 
(3, 4-7fl/^«7-7x7^r7) -5- (1 

H-x hyy—^-5 — fM -t°y 77-3-^/H 

-T])^} -7 5 K <o£fifc 

1) 3-ysUsS-a%M^m (3-[5-777~4- 
(4-7 F^r77x^) -2-7^-6- (3, 4 
-7f^«7-7x7^7) -t°y77-3 — f 
/u]-7U7M -7 5 Kco^fig 40 
«ffi#)<7)DL-t 0 p^/l^ 5 7^ { 3 -[5 -77 7 
-4- (4-7 f^77x^;l/) -2-7^-6- 

(3, 4-7f ^7-7^7-7x7^7) -fc°y77 
-3-^/W]-7y/W -7 5 K^J&t^DTl^ScL 

MS (ESI, m/z) 538 (MH+) 

1H-NMR(CDC13): 2.44 (3H, s), 3.74 (3H, s), 4.00 (2 
H, t), 5.50 (1H, dt),6. 01 (2H, s), 6.26 (1H, d), 
6.63-6.81 (3H, m), 6.92 (2H, d), 7. 15-7, 28 (3H, m), 
7.36-7.41 (3H, m) 50 
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[0 3 8 3] 2) 3 -7/M-ngcS@^ {3-[4- 
(4-7h^77x^) -2-7^-6- (3, 4 
-7f l/y^y-7x7^r7) -5- (lH-fh 

M -7 5 

nmM<DDL-t°vsf/U? 5>t {3-[4- (4- 
7 h-*77x^/U) -2-7^-6- (3, 4-7^- 
1/7^7-7x7*7) -5- (lH-Th7V- 

-t°y 77-3--f/U]-7y^} -7 
5 K <D^m^mCX^f&Ltz 0 
MS (ESI, m/z) 581 (MH+) 

lH-NMR(DMS0-d6) : 2.46 (3H, s), 3.60 (3H, s), 3.85 
(2H, t), 5.63 (1H, dt), 6.05 (2H, s), 6.20 (1H, 
d), 6.54 (1H, dd), 6.71-6.76 (3H, m), 6.88-6.93 (3 
H, m), 7.36-7.52 (4H, m), 8.62 (1H, br t) 

[0 3 8 4] MMM 112 2-7^- t:°y v/7- 3 
-UsU^l/m { 3 -[4 - (4-7 h*77x^;U) - 
2-7^-6- (3, 4-7fl/7y^7-7x7 
*7) -5- (lH-rF7^-5-^^) -b°y 
77-3-^y7|-7y^} -7 5 K (D^ffc 
1) 2 - 7 f /l/- t° !J 77 - 3 - ^^#71 {3- 
[5-777-4- (4-7 Ky7x^) -2-7 
5vU-6- (3, 4-7f 1/77^7-7x7*7) 
-h°y 77-3— f;i/]-7y/W -7 5K£>^/£ 
^ffiW<DDL-t 0 P^Vl^ 5 7^ { 3 -[5 -77 7 
-4- (4-7 h*77x^yl/) -2-7^-6- 

(3, 4-7^-777^*7-7x7*7) -t°!J77 
-3-^yu]-7y7U} -7 5K^MMi:t^L 

MS (ESI, m/z) 535 (MH+) 

1H-NMR(CDC13) : 2.47 (3H,s), 2.60 (3H, s), 3.76 (3 
H, s), 4.02 (2H, t),5.54 (1H, dt), 5.63 (1H, br), 
6.02 (2H, s), 6.13 (1H, d), 6.64-6.82 (3H,m), 6.94 
(2H, d), 7.14 (1H, dd), 7,24 (2H, d), 8.55 (1H, d 
d) 

[0 3 8 5] 2) 2-7^-t°y 77- 3 -#/btf;7 
m {3-[4- (4-7h*77xx;U) - 2 - 7 7 
(3, 4-7^777^*7-7x7*7) - 
5- (lH-rh7y-/U-5-^/i/) -t°y77-3 
-^;u]-7!l/W -7 5 K <D^f$ 
Itt0iJ(7)DL-fc o P^^5 7i {3 -[4- (4- 
7 h*77x^/V) -2-7^-6- (3, 4-7^ 
777^*7-7x7*7) -5- (lH-rh7/- 
/U-5 — (JV) -h°y 77-3-^7U]-7y/U} -7 
5 K (D^m-mCX^Ltc 0 
MS (ESI, m/z) 578 (MH+) 

1H-NMR(CD30D) : 2.52 (3H, s), 2.67 (3H, s), 3.68 (3 
H, s), 3.99 (2H, br), 5.69 (1H, dt), 5.97 (2H, s), 

6.34 (1H, d), 6.49-6.64 (2H, m), 6.76-6.80 (3H, 
m), 6.97 (2H, d), 7.69 (1H, t) , 8.04 (1H, d), 8.65 
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(1H, d) 

[0 3 8 6] Hffiftijl 13 N— {3 — [4— (4—^ 
y*i/7 iL—jV) -2-^^/1—6- (3, 4-*3 L U 

y^v'-yx/tv') -5- (iH-rf7^ 
-5— <ao -tfyv^-3 — iM-TVM 

3-[4- (4—*Y*isy*~M -2-^^-6 

- (3, A-t^VZ/i/jr*i/-7=.;*i/) -5- 

(iH-fh7^-5 — r/w) - t°y 3 — r 

/W] -7 P P7 P -2-xy-l-7;y73. Omg 10 
(0. 15 9mmol) ^Ui'KlMlPU 

rj-^vvwlfcm : 5vloi;*7Vl'3 3. Omg (0. 2 
3 9mmo 1) £JPx_, ^StT 3 l$ra«#Lfc 0 «JE 

MS (ESI, m/z) 559 (MH+) 

lH-NMR(DMS0-d6) : 1.26 (3H, t), 2.43 (3H, s), 3.69 
(5H, br), 4.21 (2H,q), 5.49 (1H, dt), 6.05 (2H, 
s), 6.16 (1H, d), 6.53 (1H, q), 6.75-6.80 (3H, m), 
6.88-6.91 (3H, m), 8.93 (1H, br t) 20 
[0 3 8 7] HffitfU 14 l-{3-[4-(4-y 
Y*isy =.=-;V) -2-^^-6- (3, 4-*=?\s 
^*Jir*i/-7 x-J -5- (1H-7 hy^—jv 
-5--OV0 -try v^-3 — f;i/]-7!);H -3- 

3 - [ 4 - (4-^ h^v^^/l-) -2-^^-6 

- (3, 4-^uy^v'-7x;^^ -5- 
(lH-rh7^-5-^;H -bf y 3 — >f 

/V] -7 P P7 B -2-xy-l-7;y54. Omg 

(0. 118mmol) £i/^-^>i^?U ^m^A- 30 
>fyft^T^H9. Omg (0. 141mmo 
1) £JQ;^ 1 0 0°C(^T3^W^Lfc o «ET*«t 

S^7A^P7^77>f- (^PP*W-^7 
^=10 0 : 1*^10 : 1) \CXmmU SSft^ 

MS (ESI, m/z) 594 (MH+) 

1H-NMR(CD30D): 2.51 (3H, s), 3.70 (3H, s), 4.17 (2 
H, br d), 5.65 (lH,dt), 5.96 (2H, s), 6.25 (1H, 40 
d), 6.48-6.63 (2H, m), 6.75-6.81 (3H, m), 6.97 (2 
H, d), 7.17-7.22 (3H, m), 7.32-7.37 (2H, m) 
[0 3 8 8] HKfctfll 15 l-{3-[4-(4-^ 
h^r^7x^V) -2-^^-6- (3, 4-^^U 
fi?jt*i/- m 7x.S*i/) -5- ( 1 H-y- h 7 

-h°y ^-3-^;t/]-7y;M -3- 
fc° y 4 r> 1/7^ 

3-[4- (4-^ h^rv^y^^^) ~2~^^/l--6 

- (3, 4->^l/V^*v'-:7^y -5- 

(iH-fh7^-5-^;u) -t°y^^-3->r 50 
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;U] -yp/-2-xy- l-7;yi 5 Omg (0. 
3 2 7mmol) Sr^^^^U try^-4- 
7x^ux^r/H0 5mg (0. 4 9 
Immol) SrilDx.. 10 0m2 4fifB»ftLfc o 

;v (ODS) Xft*IS-&S'>y*^*r**»lti-Sifi! 

^£0. l%^rT3 Cv/v) *-7* h~ h y yi/£> 

Jfc* 8 5mg (0. 14 7mmol) ifc* 4 5% 
MS (ESI, m/z) 579 (MH+) 

1H-NMR(CD30D) : 2.50 (3H, s), 3.62 (3H, s), 3.81 (2 
H, d), 5.62 (1H, dt), 5.97 (2H, s), 6.28 (1H, d), 
6.48-6.63 (2H, m), 6.71-6.79 (3H, m), 6.94(2H, d), 
7.89 (2H, d), 8.45 (2H, d) 

[0 3 8 9] W&&\ 116 l-{3-[4-(4-7< 
Y**/y=.~jV) -2-^^-6- (3, 4-t^ls 

y^t^^-7xy+y) -5- (lH-rFr/-^ 
-s-jm -try s»-3 — f/i/]-ryyW - 3- 

t°7^>- 2 — f /U- £ 1/7^ 
t: o 7v ; y-2-^;l//Kyi6 0. 9mg (0. 4 9 1m 
mol) Srh/l/xyiOml|:ig4»U Ti?iki?y=.~ 
/U^** yyU7 2. 5m g (0. 5 8 9 mm o 1 ) , h 
Uxf;l/7^y5 9. 6mg (0. 5 8 9mmol) £ 
iPx., 8 0m2 «PR|»#L*:. *<D&3-[4- 

(4-^^ri/7xx/V) -2-^^vU-6- (3, 4 
-^f l/y^t^^-7x/^r;/) -5- (lH-rh 

r/-^-5-^;i/) - t°y is is- 3 — -zfuzf 

-2-xy-l-7;yi50mg (0. 3 2 7 mm o 
1) £8 O^fCTSPx., 2S#r«W« 2 Lfc 0 Rj£ 

Kfv^ (ODS) IHbW&fflS'y #^ufcJ5*?Wi: 
0. I%^rf3 (v/v) 7k-Ti?b^h 

ft«H-5 r t «t 9 *Bft£« Sr^fco 

Ifcjfc 3 2mg (0. 0 5 5 2mmol) Ifc^ 17 

% 

MS (ESI, m/z) 580 (MH+) 

1H-NMR(CD30D) : 2.50 (3H, s), 3.59 (3H, s), 3.89 (2 
H, br), 5.62 (1H, dt), 5.96 (2H, s), 6.25-6.93 (8 
H, m), 8. 13 (2H, d), 8. 50 (1H, s) 
[0 3 9 0] Wfcffil 17 N-{3-[4-(4-^ 
Y^risy^^jV) - 2-/^JU- 6 - (3, 4-/=?-U 

>is**is-y*.;*^) -5 - (lH-fh?^ 

-try v^-3 — f/l/]-7!J;W -2- 
h y ^ p p-Tir hT^ KcQ^j£ 
1) N— (3-[5->-7V-4- (4-^f^ry7x 
xi/W) -2-^^/1^-6- (3, 4-yfuyy«y 
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-y^s*i/) -h°])^>~3 — (M-TVM -2 

3-[5-y7;-4- (4 h*i/7x^l/) -2 
-^^-6- (3, I/yv ? t*->-7xy 
v-) -t°!J 3 — <M-TVM -7u-?-2- 

xy-l-7;y2 0 0 g (0. 481mmol) £v> 
^-^rf->-l 0m 1 fcigfilU ^t^PPTt h>l 9 
lmg (0. 7 2 2mmol) Sr^Px. 1 0 0 °Ct-T 3 R# 

ftH3i^=3 : 1) -e»»L*H^«*#fc 0 
IR4 2 4 0mg (0. 4 2 8mmol) Ifc^ 8 
9. 0% 

MS (ESI, ra/z) 560 (MH+) 

1H-NMR(CDC13): 2.44 (3H,s), 3.85 (3H, s), 3.92 (2 
H, br), 5.46 (1H, dt), 6.01 (2H, s), 6.29 (1H, d), 
6.59-6.82 (4H, m), 6.97 (2H, d), 7.23 (2H,d), 
[0391] 2) N- { 3 -[4 - (4-^ F*->7i 20 
—fr) -2-/^^-6- (3, I/y^v/ 
-y^y^c/) -5- (lH-Th7^-5 — f 
/U) -t°y v?>--3— O^l-T])^} ~2-b])^ti 
u-T± NT 5 K(7)^ 

N- {3-[5-v'7V-4- (4 h^>7x^ 
^) -2-y*fvU-6- (3, 4 -^l/^vbj-^rv'- 

7x;^v/) -ey ^>-3-- fyv]-ry^} -2- 

H) ^nn-7th75K2 4 0mg (0. 4 2 8mm 
ol) SrTi^ft h y -n-yf^X5 6 8mg (1. 

7 lmmo 1) SrJP^L2 BWiPjRlRStLfco gj£te7& 30 

I) T»«L*Hfc^**#fc. 

1R* 160mg (0. 2 6 5mmol) lR¥ 6 
2. 0% 

MS (ESI, m/z) 603 (MH+) 

1H-NMR(CD30D): 2.49 (3H,s), 3.75 (3H, s), 3.86 (2 
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H, d), 5.58 (1H, dt),5.96 (1H, s), 6.28 (1H, d), 
6.48-6.63 (2H, m) , 6.75-6.81 (3H, in), 6.93(2H, d) 
[0 3 9 2] HJfe0iJl 1 8 5-^0^77^-2-* 
/lstf>m { 3 -[4 - (4-^ h^'>7x-;U) -2 
(3, l/yy^y-7xy^r 
-5- (1 H— r h 7^-5 — fyU) -fyvy 
-7 5 KO^jJ; 
1) 5-7'p ; t-77^-2-*;^yi {3-[5 
->77-4- (4-^ KV7x^U) -2-^^vU 
-6- (3, 4-^l/yy«y-7xy^ry) - 1° 

-4- (4-^ F^'>7x^;U) - 2 ^-/U- 6 - 
(3, 4-*^\s>V**i/-7^;*i/) -Y+VVls 

to 

MS (ESI, m/z) 590 (MH+) 

1H-NMR(CDC13): 2.45 (3H, s), 3.81 (3H, s), 3.96 (2 
H, t), 5.49 (1H, dt), 6.00 (2H, s), 6.17-6.28 (2 
H, ra), 6.45 (1H, d), 6.64-6.82 (3H, ra), 6.94-7.05 
(3H, m), 7.23 (1H, dt) 

[0 3 9 3] 2) 5-7'D^7yy-2-*/U*yi 
{3-[4- (4-^ Y^ri^y^=-M -2-y^/U- 
6- (3, 4-/^U>^^ri^-y^/ -5- 
(lH-fF7^-5-^f;u) -fc°y 3 --f 

AO-ry/W -75 k 

IS»DL-t°pW5y| {3 -[4- (4- 
/ Y*is7 -2-^^7U-6- (3, 4-^ 

uyyt^y-7i; -5- (ih-tF7^ 
a-5 — r^) -t°y v^-3-^/u]-ry/W -7 

1H-NMR (CD30D): 2.49 (3H, s), 3.66 (3H, s), 3.85 
(2H, br d), 5.55 (lH,dt), 5.96 (2H, s), 6.28 (1H, 

d), 6.48-6.62 (3H, m), 6.70 (2H, d), 6. 76 (1H, d), 

6.91 (2H, dt), 7.02 (1H, d) 

[0 3 9 4] ±E^jaUfcft-fr*«rTIE*fc*i-. 

[0 3 9 5] 

imi] 




[0 3 9 6] 



[«2] 




[0 3 9 8] 



[*4] 




[0 3 9 9] 



[*5] 




[*6] 




[0 4 0 1] 



[*7] 




[0 4 0 2] 



[*8] 




[0 4 0 4] 




[0 4 0 6] 



[Si 2] 




[0 4 0 7] 



[*1 3] 
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[0410] K-fe y 5#3i9l3<7Mfc-g- 

[0411] (£5*09) ^ K-fe y 1 tSttStt 
i^Kt!) V-lttfctSttfi, ttattty#>K«r [12 
5 1] xyKtyy-itU *fcS«frtB'L^«5K 

[0 4 1 2] i) 79tMmm9m 40 

**<Difcf Bfci^fc»i»ia»< $) "9 , *t»$A 

(20mM NaHC03, 0. ImM PMSF, 1 
mM EDTA) ZMtlX If— T' 3 0*^- 

h L/c 0 zfr^-vM 5 — HSriS-D (lOOOgXIOm 

in, 4°c) fca»tt, *©ifc®&£lf£ig'fcL±fll&# 
/Co 3tefi£©±fc££:btfT£&fci£<ij> (3 5 0 0 0 g 
X 2 0m in, 4°C) LifclK&ftfc. rofcRtt&llW 

(50mM Tr i s/HCl (pH7. 4) , 
0. ImM V x.~>V} $V^)V-fc—)V y iViryj K 50 



(WTPMSFtiSf) , ImM if 1/7-^7 5^ 

(WTEDTAiB&t) ) zmz-**v-rj*F-x* 

J*^*— Ii> (35 0 00 gX20rain, 4 
fftf/fcev^- 0. 2g/2mlt/i5J;9li 

[0 4 13] 2) gg^lg-a-S^ 

y #V Ki: LT [12 5 1] ^> Kir y >- 1 (it 
S148 1. 4TBq/ramol, jgg2 8 7 0KBq/ 
ml, NENttM) 200 n\*U±7°f-mmft20 
0 /x 1 t^W-2 0 0 /i 1 (i»IC (5 0mM hy 
* (t Kn^->^^/U) 7?/^^y (WTT r i s t 
B&1") /HC! (pH7. 4) , 0. ImM PMS 
F, ImM EDTA, 0. 1 % •> vifofif TVl^" 5 > 

(«TBSAiB&t) ) fc*i>Lfct©) Id&Px., 3 7 
tl^T9 0&RHft#Lfc. tA'^ ^^HCG/FB 
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1 /ttM^JSOWtta^K-fe y V- 1 «rffli^T»]j£Lfc. 
[0414] r (75 J; o \zM% L/c f U 

m&*m. i id*i- 0 4*pic5 ofiimfrg-tt##aET 

-e© [l 2 5 I] ^^K-feU ^— l©WftWfe^Sr = ^ 
[0 4 15] 

[Si 6: 




10 



20 
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[04161 il 6frbfflbfrt£!iU<ffiMt°y "J>mM 

[0 4 17] 

[ISK©^*] 

[0 4 18] *%w<D%i&t°})is>ffimmt&tiiz^> 
jb«& haw** mmmt, mmmnmm, % 



L) Int. CI. 6 
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31/47 


ABU 




31/47 


ABU 


31/505 


ABN 




31/505 


ABN 


31/535 


A B X 
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A B X 


C 0 7 D 405/04 


2 13 


C 0 7D 


405/04 


2 13 
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2 13 
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2 13 
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2 13 
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2 13 
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2 1 3 


417/14 


2 13 
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2 13 
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